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1 . A compound of formula I 




or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, a 
N-oxide thereof, a hydrate thereof or a solvate thereof, wherein 

G, and G 2 are L,- Cy, or L 2 - Cy 2 , provided that when R, and R 1a or R 4 and taken together 
form O or S, then G, is L 2 - Cy 2 and G 2 is L,-Cy„ or when R 2 and R^ or R 3 and R^ taken 
together form O or S, then G, is L,-Cy, and G 2 is L 2 -Cy 2 ; 

Cy, and Cy 2 are independently selected from optionally substituted aryl, optionally substituted 
heteroaryl, optionally substituted cycloalkyl, optionally substituted cycloalkenyl, optionally 
substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted fused 
arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally substituted fused 
arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally substituted fused 
heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, optionally substituted 
fused heteroarylheterocyclyl and optionally substituted fused heteroarylheterocyclenyl; 
L, is absent, O, NR S , -S(0)p-, -SCOpNRj-, -C(X)Y- or -U-Q-U-Q'-Ls-, -C(0)Y-C(X)Y-, 
-C(X)YC(0)-, -C(0)NR 5 -S(0)p-, or -C(0)C(0)NR 5 S(0)p-; 
L 2 is absent or a group of formula 

R 8 R10 . 

L 3 and L s are independently absent, optionally substituted alkylene, optionally substituted 
alkenylene or optionally substituted alkynylene; 

L 4 is optionally substituted alkylene, optionally substituted alkenylene, or optionally substituted 
alkynylene; 

Q and Q' are independently absent. O, S, NR 5 , -S(0)p-, -S(0)pNR 5 - or -C(X)Y-; 
A is CH or N; 
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Ri» R 10t R 2l R 2a , R 3 , R 3a , R4 and R 4a are independently selected from hydrogen, carboxy, 
alkoxycarbonyl, Y^NCfO)-, optionally substituted alkyl, optionally substituted aryl, optionally 
substituted aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl, 
or R n and R lai R 2 and R 2a , R3 and R 3ai or R 4 and R+ a taken together form O or S; or R, and R 2 

5 together with the carbon atoms through which Rj and R 2 are linked form a cycloalkyl. group, 
cycloalkenyl group, heterocyclyl group, or heterocyclenyl group; or R 3 and R< together with the 
carbon atoms through which R 3 and R 4 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, or heterocyclenyl group; or R 1B and R 2a are absent and R, and R 2 together 
with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or 

10 Raa and R^ are absent and R 3 and R 4 together with the carbon atoms through which R 3 and R< 
are linked form an aryl or heteroaryl group; or one or more of the pairs R, and R la taken 
together with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl 
or cycloalkenyl group; or R 2 and R^ taken together with the carbon atom through which they 
are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 3 and R^ taken 

15 together with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl 
or cycloalkenyl group; 

or R 4 and R 4a taken together with the carbon atom through which they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; 

m and n are independently 0, 1 or 2, provided that m and n are not both 0 and further provided 
20 that when R, and R la taken together form O or S, n is 1 , and when and R 4a taken together 
form O or S, m is 1; 

R 5 is hydrogen, optionally substituted alkyl, optionally substituted aralkyl, optionally substituted 
heteroaralkyl, R 6 0(CH2)v-, R 6 02C(CH2)x-,Y 1 Y 2 NC(0)(CH2)x- t or Y n Y 2 N(CH2)v-; 
R 6 is hydrogen, optionally substituted alkyl, optionally substituted aralkyl or optionally 

25 substituted heteroaralkyl; 

Y, and Y 2 are independently hydrogen, optionally substituted alkyl, optionally substituted alkoxy, 
optionally substituted aryloxy, optionally substituted aryl, optionally substituted aralkyl or 
optionally substituted heteroaralkyl, or Y, and Y 2 taken together with the N through which Y 1 and 
Y 2 are linked form a monocyclic heterocyclyl; 

30 R 7> R B , R 9 and R 10 are independently selected from hydrogen, hydroxy, alkoxy, optionally 
substituted alkyl, optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted aralkyl and optionally substituted heteroaralkyl, provided that only one of R 7 and R e 
or one of R 9 and R 10 is hydroxy or alkoxy, and further provided when any of R 7 , R 8l R g and R 10 is 
hydroxy or alkoxy, then the hydroxy or alkoxy is not a-substituted to an N, O or S in Z; 

35- X is O or S; Y is absent or is selected from O, S and NR 5 ; 
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Z is absent or is selected from optionally substituted lower alkenylene, optionally substituted 
lower alkynylene, O, -C(O)-, S(0)p, NR S , -NR s C(0)- and -C(0)NR r ; 
x is 1,2, 3 or 4; vis 2, 3 or 4; 

p is 1 or 2; and q and r are independently 0. 1 , 2 or 3, provided that q and r are not both 0, - 
provided that when L, is O. NR 5 . -S(0)p-, -S(0)pNR r . -C(X)Y- or -U-Q-U-Q-L,- and R, and R* 
taken together form O or S, then R 2 and R 2a are independently selected from hydrogen, alkyl, 
aminoalkyl, alkylaminoalkyl, alkoxy, alkoxyalkyl, alkoxyaminoalkyl, cycloalklalkylamino, 
benzyloxyalkyl, isopropyl, aminomethyl, methoxyethylaminomethyl, piperazin. pyrrolidin, 
ethoxymethyl, benzyloxymethyl, methoxymethyl, isobutyl, isopropylamino or 
isopropylaminomethyl, provided that R 2 and R*, are not each hydrogen; 
or when L, is O. NR S , -S(0)p-, -S(0)pNR 5 -. -C(X)Y- or -U-Q-U-Q'-U- and R 3 and R^ taken 
together form O or S, then R< and R^ taken together form O or S; 

or when L, is O, NR 5 , -S(0)p-, -S(0)pNR r , -C(X)Y- or -U-Q-l^-Q'-U- and R 3 and Retaken 
together form O or S, then Cy, is thiophen-isoxazol, thiophen-pyrazol, thiophen-oxadiazol, 
thiophen-thiadiazol, thiophen-triazol, thiophen-pyridin or phenyl-triazol and Cy 2 is amino- 
quinazolin or pyrrolo-pyridin; 

or when L, is O. NR 5 . -S(0)p-. -S(0)pNR r , -C(X)Y- or -L 3 -Q-L<-CM_ S - then R, and R 2 together 
with the carbon atoms through which R, and R 2 are linked form a cycloalkyl group, cycloalkenyl 
group, heterocyclyl group, or heterocyclenyl group; or R 3 and R 4 together with the carbon atoms 
through which R 3 and R, are linked form a cycloalkyl group, cycloalkenyl group, heterocyclyl 
group, or heterocyclenyl group; or R 1a and R*. are absent and R, and R 2 together with the 
carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or R,, and 
R 48 are absent and R 3 and R 4 together with the carbon atoms through which R 3 and R 4 are 
linked form an aryl or heteroaryl group; or one or more of the pairs R, and R l8 taken together 
with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or 
cycloalkenyl group; or R 2 and R 2 . taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 3 and R* taken together 
with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or 
cycloalkenyl group; or R 4 and R,, taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group;. 

or when L, is O, NR 5 , -S(0)p-. -S(0)pNR 5 -, -C(X)Y- or -U-Q-L.-Q--U-, then R„ R 1a . R 2 , R^, R 3 , 
Raa, R< and R 4a are independently Y,Y 2 NC(0)- and Y, and Y 2 are independently hydrogen, 
optionally substituted alkoxy or optionally substituted aryloxy, but Y, and Y 2 are not 
simultaneously hydrogen, 

or when L, is O. NR S , -S(0)p-, -S(0)pNR 5 -, -C(X)Y- or -U-Q-U-Q"-^, then 2 is -C(O)-. 
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2. A compound according to claim 1 wherein Cy 2 is optionally substituted heteroaryl, 
optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted 
cycloalkyl, optionally substituted cycloalkenyl, optionally substituted fused 

5 heteroarylheterocyclyl, optionally substituted fused heteroarylheterocyclenyl, optionally 

substituted fused heteroarylcycloalkenyl, optionally substituted fused heteroarylcycloalkyl, fused 
arylheteroclyl, optionally substituted fused arylheterocyclenyl, or optionally substituted aryl. 

3. A compound according to claim 1 wherein is absent, optionally substituted alkylene, 
10 optionally substituted alkenylene, -C(0)NR ri -S(0)p-, -C(O)-, -C(0)Y-C(X)Y-, -C(0)0- ( 

C(0)NR 5 -S(0)p-, -C(0)-C(0)NR s S(0)p-, -S(0)pNR 5 - t -C(0)-alkylene-0-, -C(0)-alkenyIene-0- t 
-S(0)p-alkenylene- ; -S(0)p-alkylene-, -C(0)-alkylene-C(0)-, -C(0)-alkylene-S(0)p- ; -S(0)p- 
alkylene-C(O)-, -C(0)-aIkylene, -C(0)-alkenylene- t - alkylene-C(0)NR s -, methylene, -S(0)p- 
alkenylene- f -C(0)C(0)NR 5 or -C(0)CH(OH)-alkylene-. 

15 

4. A compound according to claim 1 wherein Cy, is optionally substituted aryl, heteroaryl, 
optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally substituted 
cycloalkyl, optionally substituted cycolalkenyl, optionally substituted fused arylcycloalkyl, 
optionally substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, 

20 optionally substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, 
optionally substituted fused heteroarylcycloalkenyl, optionally substituted fused 
heteroarylheterocyclyl or optionally substituted fused heteroarylheterocyclenyl. 

5. A compound according to claim 1 wherein R 4 is alkoxyalkyl, alkylthioalkyl, 

25 alkylsulfinylalkyl, alkylsulfonylalkyl, alkoxycarbonylalkyl, hydroxyalkyl, acylalkyl, acylaminoalkyl 
or carbamoylalkyl; and R AB is hydrogen and. wherein R 2 alkoxyalkyl, alkoxycarbonylalkyl, 
carboxyalkyl, hydroxyalkyl or heterocyclylalkyloxycarbonyl, and R 2a is hydrogen. 

6. A compound according to claim 1 wherein 
30 A is N; ' 

G, is L r Cy 1 and G 2 is L 2 -Cy 2 ; 

L, and L 2 are independently absent, methylene, ethylene, sulfonyl, alkylenesulfonyl or alkylene; 
Cy, is thiaheteroaryl, thiaheterocyclyl, thiaheterocyclenyl, fused thiaheteroarylcycloalkyl, fused 
thiaheteroarylcycloalkenyl, fused heteroarylthiacycloalkyl or fused heteroarylthiacycloalkenyl, 
35 thiophen-isoxazolyl, thieno-pyridineyl, benzo-thiophen, indolyl, morholinyl, aminopyridine- 
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benzyl, pyrimidin-benzyl, aminoquinazolin, pyrimidin-piperidin, thiophen-pyrazol, thiophen- 
oxadiazol, thiophen-thiadiazol, thiophen-triazol, thiophen-pyridin, phenyl-triazol optionally 
substituted aryl, optionally substituted heteroaryl, optionally substituted cycloalkyl, optionally 
substituted cycloalkenyl, optionally substituted heterocyclyl, optionally substituted 
5 heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally substituted fused 
arylcycloalkenyl. optionally substituted fused arylheterocyclyl, optionally substituted fused 
arylheterocyclenyl. optionally substituted fused heteroarylcycloalkyl, optionally substituted fused 
heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl or optionally 
substituted fused heteroarylheterocyclenyl; 
10 Cy 2 is amino-quinazolin, benzhydrylidene-amino, pyrrolo-pyridin, bipyridinyl. pyridin-benzyl, 
thiophenyl, thiophen-benzyl. optionally substituted aryl, optionally substituted heteroaryl, 
optionally substituted cycloalkyl, optionally substituted cycloalkenyl, optionally substituted 
heterocyclyl, optionally substituted heterocyclenyl, optionally substituted fused arylcycloalkyl, 
optionally substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, 

15 optionally substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, 
optionally substituted fused heteroarylcycloalkenyl, optionally substituted fused 
heteroarylheterocyclyl. optionally substituted fused heteroarylheterocyclenyl, azaheteroaryl, 
azaheterocyclyl, azaheterocyclenyl, fused azaheteroarylcycloalkyl, fused 
azaheteroarylcycloalkenyl, fused heteroarylazacycloalkyl or fused heteroarylazacycloalkenyl; 

20 R 3 and Rj, taken together form O or S; 

R 2 and R 2a are independently selected from hydrogen, alkyl, aminoalkyl, alkylaminoalkyl, alkoxy, 
alkoxyalkyl. alkoxyaminoalkyl, cycloalklalkylamino, benzyloxyalkyl, isopropyl, aminomethyl, 
methoxyethylaminomethyl, piperazin, pyrrolidin, ethoxymethyl, benzyloxymethyl, 
methoxymethyl. isobutyl. isopropylamino or isopropylaminomethyl. provided that R 2 and R 2e are 

25 not each hydrogen, or carboxy, alkoxycarbonyl, Y 1 Y 2 NC(0)- l wherein Y, and Y 2 are defined 8 as 
in claim 1, optionally substituted alkyl, optionally substituted aryl, optionally substituted aralkyl, 
optionally substituted heteroaryl and optionally substituted heteroaralkyl; or R, and R 2 together 
with the carbon atoms through which R, and R 2 are linked form a cycloalkyl group, cycloalkenyl 
group, heterocyclyl group, or heterocyclenyl group; or R 1a and R 2a are absent and R, and R 2 

30 together with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl 

group; or R 2 and R 2a taken together with the carbon atom through which they are linked form a 3 
to 7 membered cycloalkyl or cycloalkenyl group; 

R, and R la are independently selected from hydrogen, carboxy. alkoxycarbonyl. Y,Y 2 NC(0)-. 
wherein Y, and Y 2 are defined as in claim 1 . optionally substituted alkyl, optionally substituted 



1 



I 



WO 01/07436 



410 



PCTVIBOO/01156 



aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally substituted 
heteroaralkyl; 

or R n and R la taken together with the carbon atom through which they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; 

5 R< and R 4a are independently selected from hydrogen, carboxy, alkoxycarbonyl, YiY 2 NC(0)-, 
wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally substituted 
aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally substituted 
heteroaralkyl or R« and R^ taken together with the carbon atom through which they are linked 
form a 3 to 7 membered cycloalkyl or cycloalkenyl group, or R< and R 4a taken together form O or 

10 S; 

and m and n are each 1 . 

.7. A compound according to claim 6 wherein 
A is N; 

15 G 3 is LpCy, and G 2 is L 2 -Cy 2 ; 
L, is sulfonyl or alkylenesulfonyl; 
L 2 is absent, methylene, ethylene or alkylene; 

Cy n is thiaheteroaryl, thiaheterocyclyl, thiaheterocyclenyl, fused thiaheteroarylcycloalkyl, fused 
thiaheteroarylcycloalkenyl, fused heteroarylthiacycloalkyl or fused heteroarylthiaicycloalkenyl, 

20 thiophen-isoxazolyl, thieno-pyridineyl, benzo-thiophen, indolyl, morholinyl, optionally substituted 
aryl, optionally substituted heteroaryl, optionally substituted cycloalkyl, optionally substituted 
cycloalkenyl, optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally 
substituted fused arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally 
substituted fused arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally 

25 substituted fused heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, 
optionally substituted fused heteroarylheterocyclyl or optionally substituted fused 
heteroarylheterocyclenyl; 

Cy 2 is amino-quinazolin, benzhydrylidene-amino, pyrrolo-pyridin, optionally substituted aryl, 
optionally substituted heteroaryl, optionally substituted cycloalkyl, optionally substituted 

30 cycloalkenyl, optionally substituted heterocyclyl, optionally substituted heterocyclenyl, optionally 
substituted fused arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally 
substituted fused arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally 
substituted fused heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, 
optionally substituted fused heteroarylheterocyclyl, optionally substituted fused 

35 heteroarylheterocyclenyl, azaheteroaryl, azaheterocyclyl, azaheterocyclenyl, fused 
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azaheteroarylcycloalkyl, fused azaheteroarylcycloalkenyl, fused heteroarylazacycloalkyl or 

fused heteroarylazacycloalkenyl; 

R 3 and R^ taken together form O or S; 

R 2 and R 2a are independently selected from hydrogen, alkyl, aminoalkyl, alkylaminoalkyl, alkoxy, 
alkoxyalkyl, alkoxyaminoalkyl, cycloalklalkylamino, benzyloxyalkyl, isopropyl, aminomethyl, 
methoxyethylaminomethyl, piperazin, pyrrolidin, ethbxymethyl, benzyloxymethyl, 
methoxymethyl, isobutyl, isopropylamino or isopropylaminomethyl, provided that R 2 and R 2a are 
not each hydrogen; 

Ri, Ria. R 4 and R, a are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y,Y 2 NC(0)-, wherein Y, and Y 2 are defined as in claim 1. optionally substituted alkyl, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally 
substituted heteroaralkyl; 

or the pairs R, and R 1a taken together with the carbon atom through which they are linked form 
a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R« and R 4a taken together with the 
carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl 
group; 

and m and n are each 1. 



8. A compound according to claim 6 wherein 
A is N; 

G, is L^Cy, and G 2 is L 2 -Cy 2 ; 

L, and L 2 are independently absent, methylene, ethylene or alkylene; 
Cy, is thiophen-isoxazolyl, aminopyridine-benzyl, benzo-thiophen. pyrimidin-benzyl, 
aminoquinazolin, pyrimidin-piperidin, optionally substituted aryl, optionally substituted 
heteroaryl. optionally substituted cycloalkyl. optionally substituted cycloalkenyl. optionally 
substituted heterocyclyl. optionally substituted heterocyclenyl, optionally substituted fused 
arylcycloalkyl, optionally substituted fused arylcycloalkenyl. optionally substituted fused 
arylheterocyclyl. optionally substituted fused arylheterocyclenyl. optionally substituted fused 
heteroarylcycloalkyl. optionally substituted fused heteroarylcycloalkenyl. optionally substituted 
fused heteroarylheterocyclyl or optionally substituted fused heteroarylheterocyclenyl; 
Cy 2 is bipyridinyl, amino-quinazolin. pyridin-benzyl. thiophenyl. thiophen-benzyl, pyrrolo-pyridin. 
optionally substituted aryl, optionally substituted heteroaryl. optionally substituted cycloalkyl, 
optionally substituted cycloalkenyl. optionally substituted heterocyclyl. optionally substituted 
heterocyclenyl. optionally substituted fused arylcycloalkyl. optionally substituted fused 
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arylcycloalkenyl, optionally substituted fused arylheterocyclyl, optionally substituted fused 
arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, optionally substituted fused 
heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl or optionally 
substituted fused heteroarylheterocyclenyl; 
5 R 3 and taken together form O or S; and 
R 4 and R 4a taken together form O or S; 

Ri. Ria. R 2. R 2a. are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y 1 Y 2 NC(0)- i wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally 

10 substituted heteroaralkyl; or R, and R 2 together with the carbon atoms through which R, and R 2 
are linked form a cycloalkyl group, cycloalkenyl group, heterocyclyl group, or heterocyclenyl 
group; or R ie and R 2a are absent and R, and R 2 together with the carbon atoms through which 
R, and R 2 are linked form an aryl or heteroaryl group; or one or more of the pairs and R la 
taken together with the carbon atom through which they are linked form a 3 to 7 membered 

15 cycloalkyl or cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom through 
which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; 
and m and n are each 1 . 

9. A compound according to claim 6 wherein 
20 A is N; 

is L 1 -Cy 1 and G 2 is L 2 -Cy 2 ; 
L, and L 2 are independently absent, methylene, ethylene or alkylene; 

Cy, is thiophen-isoxazol, thiophen-pyrazol, thiophen-oxadiazol, thiophen-thiadiazol, thiophen- 
triazol, thiophen-pyridin or phenyl-triazol; 
25 Cy 2 is amino-quinazolin or pyrrolo-pyridin; 
R 3 and R 3a taken together form O or S; 

Rii Ria, R 2 , Raa. R< and R^ are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y,Y 2 NC(0)-, wherein Y, and Y 2 are defined as in claim 1, optionally substituted alkyl, optionally 
substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and optionally 

30 substituted heteroaralkyl; or R, and R 2 together with the carbon atoms through which R, and R 2 
are linked form a cycloalkyl group, cycloalkenyl group, heterocyclyl group, or heterocyclenyl 
group; or R la and R 2a are absent and R y and R 2 together with the carbon atoms through which 
R, and R 2 are linked form an aryl or heteroaryl group; or one or more of the pairs R, and R la 
taken together with the carbon atom through which they are linked form a 3 to 7 membered 

35 cycloalkyl or cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom through 
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which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 and R^ 
taken together with the carbon atom through which they are linked form a 3 to 7 membered 
cycloalkyl or cycloalkenyl group; and m and n are each 1 . 

1 0. A compound according to claims 1,6,7,8 and 9 wherein Cy 2 is optionally substituted 
with one or more groups selected from amino, carbamoyl, acylamino, heteroaryl, 
heterocyclenyl, heterocyclyl, alkyl, amidino, alkyloxycarbonyl, hydroxy, alkoxy, aryl, isourea, 
guanidino, acylhydrazino, acyl, cyano, carboxy, sulfamoyl, or halo. 

1 1 . A compound according to claims 1 ,6,7,8 and 9 wherein Cy, is optionally substituted 
with one or more groups selected from amino, halo, hydroxy!, aryl. heteroaryl, amidino. alkyl. 
acylamino. carbamoyl, cyano. alkoxy. nitro, carbamate, sulfamyi. 



12. A compound according to claim 1 having the formula II 

Cy v 




2 II 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, 

wherein R„ R lB , R 2 , R^, R 4i R 4a , Cy„ Cy 2 , L„ and L 2 are as defined in formula I. 

1 3. A compound according to claim 1 2 wherein Cy 2 contains at least one nitrogen atom and 
when Cy 2 is optionally substituted aryl, optionally substituted cycloalkyl. optionally substituted 
cycloalkenyl. optionally substituted fused phenylcycloalkyl or optionally substituted fused 
phenylcycloalkenyl, then said nitrogen atom is a basic nitrogen atom. 



A compound according to claim 1 having the formula ila 
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or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, 
wherein " 

5 Rn R 1a , R 2 . R 2a . R< and R 4a are independently selected from hydrogen, alkyl, alkoxyalkyl, 

aminoalkyl, aminoalkylalkoxy, carboxy, alkoxycarbonyl, Y^NCfO)-, optionally substituted alkyl, 
optionally substituted aryl, optionally substituted aralkyl, optionally substituted heteroaryl and 
optionally substituted heteroaralkyl, or R, and R na , R 2 and R 2a or R 4 and R 4a taken together form 
O or S; or R, and R 2 together with the carbon atoms through which R, and R 2 are linked form a 

10 cycloalkyl group, cycloalkenyl group, heterocyclyl group, or heterocyclenyl group; or R la and R^ 
are absent and R 1 and R 2 together with the carbon atoms through which R, and R 2 are linked 
form an aryl or heteroaryl group; or one or more of the pairs R, and R 1a taken together with the 
carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl 
group; or R 2 and R 2a taken together with the carbon atom through which they are linked form a 3 

15 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 and R 4a taken together with the carbon 
atom through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; 
Cy n are independently selected from isoxazolyl, thiophenyl, thiophenyl-isoxazolyl, obtionally 
substituted by halogen, optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted cycloalkyl, optionally substituted cycloalkenyl, optionally substituted heterocyclyl, 

20 optionally substituted heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally 
substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, optionally 
substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyl, optionally 
substituted fused heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl and 
optionally substituted fused heteroarylheterocyclenyl; 

25 L, is absent, methylene, O, NR 5 , -S(0)p-, -S(0)pNR r , -C(X)Y- or -L 3 -Q-L 4 -Q'-L 5 -, -C(0)Y- 
C(X)Y-, 

-C(X)YC(0)-, -C(C)NR 5 -S(0)p-, or -C(0)C(0)NR 5 S(0)p-; p is 1 or 2, and 
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E is alkoxycarbonyl, carbamoyl, acyl, alkyl, pyridinyl. amidino; NR 12 R 12 ' wh erein R 12 

and R 12 . are independently selected from hydrogen or optionally substituted lower alkyl- or 

R is wherein R 15 is selected from halogen, alkoxy, alkylthio and Y^N-, wherein 
Y, and Y 2 are independently, hydrogen, alkyl and aralkyl. 

15. A compound according to claim 1 having the formula lib 



R2 
R,a 



II yj 
N — 



-R14 



Rl 3 



Mb 



or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, wherein 

Ri. Ri„, R 2 . R 2a . R< and R^ are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y^NCfO)-. optionally substituted alkyl, optionally substituted aryl, optionally substituted 
aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl, or R, and R lB . 
R 2 and R 2a or R 4 and R« a taken together form O or S; or R, and R 2 together with the carbon 
atoms through which R, and R 2 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, or heterocyclenyl group; or R 1a and R 2a are absent and R, and R 2 together 
with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or 
one or more of the pairs R, and R 1a taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 2 and R 2a taken together 
with the carbon atom through which they are linked form a 3 to 7 membered cycloalkyl or 
cycloalkenyl group; or R 4 and R,,, taken together with the carbon atom through which they are 
linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; 
Cy, are independently selected from optionally substituted aryl, optionally substituted 
heteroaryl, optionally substituted cycloalkyl. optionally substituted cycloalkenyl. optionally 
substituted heterocyclyl.. optionally substituted heterocyclenyl, optionally substituted fused 
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arylcycloalkyl, optionally substituted fused arylcycloalkenyl, optionally substituted fused 
arylheterocyclyl, optionally substituted fused arylheterocyclenyl, optionally substituted fused 
heteroarylcycloalkyl, optionally substituted fused heteroarylcycloalkenyl, optionally substituted 
fused heteroarylheterocyclyl and optionally substituted fused heteroarylheterocyclenyl; 
5 L, is absent, O, NR 5 , -S(0)p-, -S(0)pNR 5 -, -C(X)Y- or -L3-Q-L 4 -Q'-L 5 -, -C(0)Y-C(X)Y-, - 
C(X)YC(0)-, 

-C(C)NR 5 -S(0)p. ( or-C(0)C(0)NR 5 S(0)p-; and 

R 13 and R 14 are independently hydrogen, lower aikyl, aryl, heteroaryl, amino, acylaminoalkyl, 
alkoxycarbonylalkyl, carbamoylalkyl or alkoxyalkyl; or R 13 and R 14 together with the carbon 
10 atoms through which R 13 and R 14 are linked form a cycloalkyl group, cycloalkenyl group, 
heterocyclyl group, heterocyclenyl group, aryl group or heteroaryl group. 

16. A compound according to claim 1 having the formula lie 




°V2 He 
15 or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof, wherein: 

Cy, is thiaheteroaryl, benzothiopheneyl or azaheteroaryl, which are unsubstituted or substituted 
by halogen, 

L, is -S(0) 2 -i -S(0) 2 -alkyIene-, -S(0) 2 -alkyenlene- or -S(0) 2 -alkynylene-; 
20 R 1f R 1SI R 2> R 2a are independently hydrogen, alky!, alkoxyalkyl, aminoalkyl, aminoalkylalkoxy, 
carboxyl, alkoxycarbonyl, or carbamoyl; L 2 is methylene; and 

Cy 2 is azaheteroaryl, azaheterocyclyl, azaheterocyclenyl, fused azaheteroarylcycloalkyl, 
fused azaheteroarylcycloalkenyl, fused heteroarylazacycloalkyl or fused 
heteroarylazacycloalkenyl. 

25 

17. A compound according to claim 1 having the formula lid 
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N 




N 



lid 



wherein R, 7 and R 18 are independently hydrogen or halogen; 
J, is S or NH; 



J 2 is CH or N; and 
5 R 2 is hydrogen, alkyl, carboxyl, alkoxycarbonyl, or carbamoyl. 

18. A compound according to claim 1 2 wherein L, and L 2 independently are methyle 
ethylene, propylene or butenylene; R„ R 1a , R 2 , R 2a are independently hydrogen, alkyl, 
alkoxyalkyl, aminoalkyl. aminoalkylalkoxy, carboxyl, alkoxycarbonyl. or carbamoyl; Cy, i: 

10 heteroaryl. thiaheteroaryl, biheteroaryl, thiophenyl, isoxazolyl, isoxazolyl-thiophenyl or' 
azaheteroaryl, which are unsubstituted or substituted by halogen; Cy 2 is azaheteroaryl, 
quinazolin, amino-quinazolin or 4-aminoquinazolin. 

19. A compound according to claim 1 selected from the group consisting of 
15 5-Chloro-2-chlorosulfonyl-indole-1-carboxylic acid tert-butyl ester, 

6-Chloro-2-chlorosulfonyl-indole-1-carboxylic acid tert-butyl ester, 

3- (5-Chloro-thiophen-2-yl)-3-oxo-propionic acid tert-butyl ester. 
Methyl-6-Chloro-benzofurancarboxylate, 
2-Cyclopentyl-3-oxo-piperazine-1-carboxylic acid benzyl ester. 

20 (+/-)-cis-4-benzyloxycarbonyl-decahydroquinoxalin-2-one, 

5- Methyl-3-oxo-2-propyl-piperazine-1-carboxylic acid tert-butyl ester. 

4- [4-Amino-quinazolin-7-ylmethyl]-5-methyl-3-oxo-2-propyl-piperazine. 
(R)-3-Methoxymethyl-5-oxo-piperazine-1-carboxylic acid allyl ester, 

6- lsopropyl-piperazin-2-one, 

25 S^-Aminoquinazolin-T-ylmethyO-S.g-diaza-spiroK.SJdecan-IO-one, 
(+/-)-cis-4-benzyloxycarbonyl-decahydroquinoxalin-2-one, 
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(+/-)-cis-1 -(4-Amino-quina^^ 

(+/-)-trans-4-benzyloxycarbonyl-decahydroquinoxalin-2-one, 
(+/-)-trans-1-(4-Amino-quinazolin-7-ylmethyl)-decahydroquinoxaltn-2-one, 
4-Benzyloxycarbonyl-3-(S)-(2-methylsulfanyl-ethyl)-pipera2in-2-one, 
5 1-(4-Amino-quinazolin-7-ylmethyi)-3-(S)-(2-methylsulfanyl~ethyl)-piperazin-2-one, 

(R)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-sulfonyl)-6-isopropyl-piperazin- 
2-one t 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl^ 
piperazin-2-one, 

1 0 (R)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6-isopropyI- 
piperazin-2-one, 

(R'S)1-(4-Amino<^inazolin-7-yImeto^^ 
piperazine-2-carboxylic acid ethyl ester, 
(R)-1-(4-Amino-quinazolin-7-y!meto 
15 piperazin-2-one, 

(R)-1-(4-Amino-quinazolin-7-yl^^ 
piperazin-2-one t 

(R)-1-(4-AminoHquinazolin-7-ylmethyl^^ 
2-one, 

20 (4aRS l 8aSR)-1-(4-Amino-quinazolin-7-ylmethyIH-(6-chIoro-benzo[b]thiophene-2-s^ 
octahydro-quinoxalin-2-one, 
(R)-1-(4-Amino-quinazolin-7-ylmethylM^^ 
piperazin-2-one, 

1- (4-Amino<juinazoIin-7-ylmethy!)^-(5-^ 
25 1-(4-AminoHquinazolin-7-ylmethyl^ 

[1-(4-Amino-quinazolin-7-ylmethylH-(6^ 

2- (S)-y!]-acetic acid, 

[1 -(4-Amino-quinazolin-7-yimet 

2-(S)-y!]-acetic acid tert-butyl ester, 
30 (R)-1-(4-Amino^uinazolin-7-ylm^ 

methoxymethyl-piperazin-2-one, 

(+/-)-1-(4-Amino<]uinazolin-7-y]metty^ 

piperazine-2-carboxylic acid (2-pyrroIidin-1-yl-ethyl)-amide, 

(+/-)-1-(4-Amino-quinazolin-7-ylmethyI)^^ 
35 piperazine-2-carboxylic acid 2-pyrrolidirv1-yl-ethyl ester, 
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(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-ben2o[b]thiophene-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one, 

(s)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b)thiophene-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one, 

5 4.(4-Amino-quina2olin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazine-1-sulfonic acid (4- 
chloro-phenyl)-amide, 

1- (4-Amino^uinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo-piperazine- 

2- carboxylic acid 2-imidazol-1-yl-ethyl ester, 

(+/-)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo- 
10 piperazine-2-carboxylic acid 2-morpholin-4-yl-ethyl ester, 

-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo- 
. piperazine-2-carboxylic acid pyrrolidin-2-y)methyl ester, " * 

(+/-).1-(4. A mino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-suifonyl)-6-oxo- * 
piperazine-2-carboxylic acid 2-methylamino-ethyl ester, 

15 (R)- 1K4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-methyl- 
piperazin-2-one, 

(S)- 1K4-Amino<iuinazolin-7-ylmethyl)^(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-methyl- 
piperazin-2-one. 

(R). 1-(4-Amino^uinazolin-7-ylmethyl)^(6-chloro-benzotb]thiophene-2-sulfonyl)-6-isopropyl- 
20 piperazin-2-one, / 

(R). i -(4-Amino<,uinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-isobutyl- 
piperazin-2-one, 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-isobutyl- 
piperazin-2-one, 

25 (R)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(5-chloro-1 H-indole-2-sulfonyl)-6-methyl-piperazin-2- 
one, 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(5-chloro-1 H-indole-2-sulfonyl)-6-methyl-piperazin-2- 
one. 

(R)-1-(4-Amino-quinazolin-7-yImethyl)^-(5-chloro-1H-indole-2-sulfonyl)-6-isobutyl-pipe 
30 one, . 

(S)-1-(4-Amino^uinazolin-7-ylmethylH-(5^hloro-1H-indole-2-sulfonyl)-6-isobutyl-p 
one, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-indole-2-sulfonyl)-6-methyl-piperazin-^ 
one, 
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(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfony!)-6-methy!-piperazin-2- 
one, 

(R)- 1-(4-Amino-quinazolin-7-y^ 
one, 

5 (S)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-indple-2-sulfonyl)^ 
one, 

(R)- 1 -(4-Amino-quinazoiin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6-methyl- 
piperazin-2-one, 

(S)- 1-(4-Amino<juinazoIin-7-yImethylM-(6^^ 
10 piperazin-2-one, 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6-isobuty 
piperazin-2 one, 

(S)- 1-(4-AminoHquinazolin-7-y!methylM^^ 
piperazin-2-one, 

15 1-(4-Amino-quinaz6lin-7-ylmethy!)^K2-chloro-tmidazo[1,2-a]pyridin-7-yim 
one, 

1-(4-Amino~quinazoIin-7-ylmethyl)^-(5-chloro-1H-indol-2-ylmethyl)-3(S)-(2-m 
ethyI)-piperazin-2-one, 
1-(4-Amino-quinazolin-7-ylmethylM-^ 
20 piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethylH-^ 
piperazin-2-one, 

244-(4-Amino-quinazolin-7-ylmethyl)-3K>xo(^^^ 
1-carboxylic acid tert-butyl ester, 
25 1-(4-Amino-quinazolin-7-ylmet^ 
one, 

1-(4-AminoKjuinazolin-7-ylmethylMr(6-cN^ 
one, 

9-(4-Amino-quinazolin-7-ylmethy^ 
30 10-one, 

(4aRS,8aSR)-1-(4-AminoK}uinazolin-7-yIme^ 
quinoxalin-2-one, 

(4aRS,8aSR)-1-(4-Amino^uinazolin-7^ 
quinoxalin-2-one, 
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1^4-Amino^uinazolin-7-ylmethyl)-4-(5-chloro-1H-indol-2-ylmethyl)-3(S)-isobutyl-pipera2in-2- 
one, 

1-(4-Amino^uinazolin-7-ylmethylM-(7-chto 
one, 

5 3-[4-(4-Amino-quinazolin-7-ylmethy1)-(2S)-methoxymethyl-3-oxo-piperazin-1 -ylmethyl]- 
benzamidine, 

(4aRS,8aRS^1-(4-Amino^uinazolin-7-ylmethylM-(5-chloro-1HHndol-2-ylmethyl)-octahydr^^ 
quinoxalin-2-one, 

(4aRS,8aRS)-1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-octahydro- 
10 quinoxalin-2-one, 

(4aRS.8aRS)-1-(4-Amino-quinazolin-7-ylmethy!)^-(7-chloro-isoquinoiin-3-ylmethyl)-octahydro- 
quinoxaliri-2-one, 

244-(4-Amino-quinazolin-7-ylmethyl)-1-(7-chloro-isoquinolin-3-ylmethyl)-3-oxo-piperazin-2-(S)- 
yl]-N-methyl-acetamide, 

15 2-[4-(4-AminoKiuinazolin-7-ylmethyl)-1-(7-chloro-isoquinolin-3-ylmethyl)-3-oxo-piperazin-2-(S)- 
yl]-acetamide, 

2^4-(4-Amino-quinazolin-7-ylmethyl)-1^3-(5-chloro-thiophen-2-yl)-allyl]-3K)xo-piperazin-2-(^ 
yl}-acetamide, 

244-(4-Amino-quinazolin-7-ylmethyl)-1-t3-(5-chloro-thiophen-2-yl)-allyl]-3-oxo-piperazin-2-(S)- 
20 yl}-N-methyl-acetarnide, 

1-(4-Amino^uinazolin-7-ylmethyl)^.[3-(5K:hloro-thiophen-2-yl)-allyl]-3(S)-isobutyl-piperazin^ 
one, 

(s)-1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-6-methoxymethyl- 
piperazin-2-one, 

25 1-(4-Amino^uinazolin-7-ylmethyl)^-(4-amino-thieno[3,2-d]pyrimidin-6-ylmethyl)-3 
methoxymethyl-piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmethyl)-3-(S)-methoxymethyM-(4-pyrimidin-^yl-benzyl)-piperazin-2- 
one, 

4-[4-(2-Amino-pyrimidin^-yI)-benzyl]-1-(4-amino-quinazolin-7-ylmethyl)-3KS)-methoxym 
30 piperazin-2-one, 

3-Amino-5-[4^4-amino-quinazolin-7-ylmethyO 
thiophene-2-carbonitrile, 

1 -(4-Amino^uinazolin-7-ylmethyl)^-[3-(5^hloro-thiophen-2-yl)-allyl]-3(S)-(2-methoxy-e^ 
piperazin-2-one, 
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3^3-[4-(4-Amino-quinazolin-7^ 
propenyl^benzonitrile, 

3^3-[4-(4-Amino-quinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazin 
propenyI}-benzamidine t 
5 1-(4-Amino<juinazolin-7-yImethy^ 
one, 

1-(4-Amino-quinazoIin-7-ylmethyO 
H4-(4-Aminoquinazoline-7-ylmethyl)-3-o^ 
yl)-propane-1 ,3,dione, 
10 1-[4-(4-Aminoquinazoline-7-ylmeto 
yl)-2-fluoro-propane-1 .S.dione, 

1-(4-Amino-quinazolin-7-y!methyl)^-[(5-ch!oro-thiophen'2-y!oxy)-ac8tyl-3-(S) (2-nr.ethylsulfany!- 
ethyO-piperazin-^-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-[(5-chloro^hiophen-2-yIoxy)-acetyl-3-(S)-(2- 
15 methanesulfinyl-ethyl)-piperazin-2-one, 

1-(4-Amino-quinazoiin-7-yImethyl)^-[(5-chloro-thiophen-2-yloxy)-acety 
methanesulfonyl-ethyl)-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^4(5^^ 
dimethylaminomethyl-piperazin-2-one, 
20 1-(4-Amino-quinazolin-7-ylmethyl)^-(5-chloro-benzo-[b]thiophene-2-carbonyl)-( 
methoxymethyl-piperazin-2-one, 
1-(4-Amino-2-methyl-quinazoIin-7-ylmethyO 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzofuran-2-carbonyl)-(S)-6-methyl-( 
25 propyI-piperazin-2-one, 

1-(4-Amino-quinazoIin-7-ylmethyl)^(6-chloro-benzofuran-2-carbony))-3(S)-(2-methylsul^ 
ethyl)-piperazin-2-one, 

1-(4-Amino-quinazo!in-7-ylmethyl)^-(5-chlorobenzo[b]4hiophene-2-cart)onyl)-( 

piperazin-2-one 
30 1-(4-Amino-quinazolin-7-ylmethyI^ 

(S)-3-propyl-piperazin-2-one t 

1 -(4-Amino-quinazolin-7-ylmethyl)^-(6^hto^ 

(S)-3-propyl-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-[3-(^^^ 
35 propyl-piperazin-2-one , 
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1K4-Amino^uinazolin-7-ylmethyl)^4(5-chloro-thiophen-3-yloxy)-acetyl]-(S)-6-methyl-(S)-3 
propyl-piperazin-2-one. 

1-(4-Amino-quina2olin-7-ylmethyl)^43-(5^hloro-thiophen-2-yl)-acryloyl]-(S)-6-methyl^ 
propyl-piperazin-2-one, 

1-(4-Amino^uinazolin-7-ylmethyl)^-[(5-chloro-thiophen-2-yloxy)-acety!]-(S)-6-methyl-(S)-3- 
propyl-piperazin-2-on, 

1-(4-Amino-q U inazolin-7-ylmethyl)-4-(5-chloro-ben Z ofuran-2-carbonyl)-3(S)-propyl-piperazin-2- 
one, 

3- {2-[4-(4-Amino-quinazolin-7-ylmethyl)-2-(S)-methoxymethyl-3-oxo-piperazin-1-yl]-2-oxo- 
ethyl}-benzam idine , 

3^244-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-piperazin-1-yl]-2-oxo^thyl^benzamidin, 

4- [3K4-Amino-cycloh e xyl)-acryloyl]-l-(4-amino-quinazolin-7-yImethylH3S)-propyi-piperazin-2- 
one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzotb]thiophene-2-carbonyl)-(S)-3-propyl- 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzofuran-2-carbonyl)-3(S)-propyl-piperazin-2- 
one trifluoroacetate, 

1-[4-(4-Amino-quina2olin-7-ylmethyl)-3-oxo-2-propyl-piperazin-1-yl]-3-(3-chloro-phenyl)- 
propane-1 ,3-dione, 

4-[(5-Amino-pyridin-2-yloxy)-acetyl]-1K4-aminoK,uinazolin-7-ylmethyl)-(S)-3-methoxymethyl- 
piperazin-2-one. 

1K4-Amino-quinazolin.7-ylmethyl)^-[(5^hlorcKthiophen-2-yloxy)-acetyl]-3-(R)-methoxymethyl- 
piperazin-2-one, 

3^3-[4-(4-AminoK,uinazolin-7-ylmethyl)-3-oxo-piperazin-1-yl]-3^oxo-propyl}-benzamidine, 

343-[4K4-Amino-quina Z olin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-piperazin-1-yl]-3-oxo- 
propyl}-benzamidine, 

1-(4-Aminc>quinazolin-7-ylmethylM-(4-imidazol-1-yl-benzoyl)-3(S)-propy|- P i 

(6-{2-[4-(4-Amino-quinazolin-7-ylmethyl)-(S)-2-methoxymethyl-3-oxo-piperazin-1-yl]-2-oxo- 
ethoxy}-pyridin-3-yl)-carbamic acid tert-butyl ester, 

(4aRS,8aSR)-1K4-Amin(>^uinazolin-7-ylmethyl)^[(5-chloro-thiophen-2-y 
octahydro-quinoxalin-2-one, 

(4aRS,8aRS)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetyl]- 
octahyd ro-q uinoxalin-2-one, 

(4aRS > 8aRS)-1-(4-Arnino-quinazolin-7-ylrnethyl)-4-[3-(5-chloro-thio P hen-2-yl)-a C ryloyl]- 
octahydro-qulnoxalin-2-one, 
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1 -(4-AminoHquinazoIin-7-ylmeth^ 
propyl-piperazin-2-one , 

1- [4-(4-Amino-quinazolin-7-ylme^^ 
propane-1 ,3-dione, 

5 2-{4-(4-Amino-quinazolin-7-ylmetW 
(SJ-yl^acetamide, 

2- {4-(4-Amino-quinazolin-7-ylmethyl)-1-[3-(5-chloro-thiophen-2-yl)-acryi^ 
(SJ-yl^acetamide, 

2^4-(4-Amino<juinazolin-7-ylmethylH^ 
10 (S)-yl}-acetamide, 

{4-(4-Amino^uinazolin-7-yImethyi)-H^ 

yl}-acetic acid methyl ester 

2-{4-(4-Amino-quinazolin^ 

(S)-yl}-N-rnethyl-acetamide, 
15 2^4-(4-Amino-quinazolin-7-y^ 

(SJ-yl^N-methyl-acetamide, 

2- {4-(4-Amino-quinazo!in-7-ylmethyl)^ 
(SJ-ylJ-N-methyl-acetamide, 
M3-[4-(4-Amino-quinazolin-7-yImet^ 

20 propenyl^benzenesulfonamide, 

N-(5^3-[4-(4-Amino«quinazo!in-7-ylmethyl)-2-(S)-methoxymethy!-3-oxo-pipe 
propyl}-pyridin-2-yl)-acetamide f 
1-(4-Amino<iuinazo!in-7-ylmethyO^^ 
propyl-piperazin-2-one 
25 1-(4-Amino-quinazolin-7-ylmethylH-[(5-amino-[1,3 I 4]thiadiazol-2^ 
methoxymethyl-piperazin-2-one, 

3- [4-(4-Amino-quinazolin-7-ylmethyl)-(2S 
benzamidine, 

1-(4-Amino-quinazolin-7-ylmethyI)^-[(piperidin-3-yIoxy)-acetyl]-piperazin-2-one^ 
30 1 -(4-Amino<juinazolin-7-ylmethylH-[3^ 
methoxymethyl-piperazin-2-one, 
(3S)-1-(4-Amino<|uinazolin-7-ylme^^ 
piperazin-2-one, 

(3S)-1-(4-Amino<|uinazolin-7-ylme^^ 
35 2-one, 
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1-(4-Amino-quinazolin-7-ylmethyl)-4-[(3-hydroxy-phenoxy)-acetyl]-(3S)-methoxymethyl- 
piperazin-2-one, 

1-(4-Amino-quina2olin-7-ylmethyl)-4-[3-(4-hydroxy-phenyl)-acryloyl]-(R)-6-methyl-(S)-3-propyl- 
piperazin-2-one, 

N-(5K3-[4K4-AminoHquina Z or.n-7-ylmethyl).3-oxo-2-(S)-propyl-piperazin-1-yl]-3-oxo-propeny^ 
pyridin-2-yl)-acetamide, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetyl]-(R)-6-methyl-(S)-3- 
propyl-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4.[(3-chloro-phenoxy)-acetyl]-(R)-6-methyl-(S)-3-propyl- 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyi)-4-[(5-chloro-thiophen-2-yloxy)-acetyl]-3,6-bis- 
methoxymethyl-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-[3-(3-chloro-phenyl)-acryloyl]-(R)-6-methyl-(S)-3-propyl- 
piperazin-2-one 

1- (4-Amino^uinazolin-7-ylmethyl)^-[3-(4-chloro-thiophen-2-yl)-acryloyl]-(R)^-methyl-(S)-3- 
propyl-piperazin-2-one, 

443-(6-Amino-pyridin-3-yl)-acryloyl]-1-(4-amino-quinazolin-7-ylmethyl)-(R)-6-methyl-(S)-3- 
propyl-piperazin-2-one. 

2- t4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-(S)-2-propyl-piperazin-1-yl]-N-(5-chloro-thiophen-2- 
yI)-2-oxo-acetamide, 

2-[4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-piperazin-1-yl]-N-(5-chloro4hiGphen-2-yl)-2-oxo- 
acetamide, 

1- (4-Amino-quinazolin-7-ylmethyl)^-t3^5- C hloro-thiophen-3-yl)-acryloyl]-(R)-6-rnethyl-(S)-3- 
propyl-piperazin-2-one, 

1K4-Amino-quinazolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-acryloyl]-(R)-6-methyl-(S)-3- 
propyl-piperazin-2-one. 

2- [4-(4-Amino-quinazolin-7-ylmethyl)-(S)-2-methoxymethyl-3-oxo-piperazin-1-yl]-N-(5-chlor^ 
thiophen-2-yl)-2-oxo-acetamide, 

(S).1-(4-Amino-quinazolin-7-ylmethyl)^-[(5-ch!oro-thiophen-2-yloxy)-acetyl]-6-methoxymethyl- 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(3,4-dihydroxy-phenyl)-(E)-acryloyl]-(3S)- 
methoxymethyl-piperazin-2-one, 

4- t 3-(6-Amino-pyridin.3-y!)-propionyl]-1-(4-amino-quinazolin-7-ylm e thyl)-3-(S)-methoxymethyi- 
piperazin-2-one. 
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4-[3-(6-Amino-pyridin-3-yl)-propiony!]-1^^ 
2-one, 

i -(4-Amino^uinazoIin-7-ylmeth^^ 
piperazin-2-one, 
5 N-(5-{3-[4-(4-Amino-quinazolin-7-y^ 
methyl-pyridin-2-yI)-acetamide, 
N-(5-{3-[4-(4-Amino-quinazolin-7-ylmeth^^ 
pyridin-2-yl)-acetamide, 

4-[3-(6-Amino-2-methyl-pyridin-3-yl)-acryloyl]-1-(4-aminb-quinazolin-7-ylme 
10 piperazin-2-one 

1-[4-(4-Aminoquinazoline-7-ylmeto^^ 
l^dione, 

443-(3-Amino^-chloro-phenyI)-acryloyl]-1-(4-amino^uinazolin-7-ylmethyl)-(3S)- 

methoxymethyl-piperazin-2-one, 
1 5 4-[3-(3-Amlno-5-chloro-phenyl)-acryloyl]-1 -(4-amino-quinazolin-7-yImethyi)-(3S)- 

methoxymethyl-piperazin-2-one, 

1-(4-Amino<iuinazolin-7-ylmethyl)-4-K^^ 

propyl-piperazin-2-one, 

1-<4-Amino-quinazolin-7-ylmethyi)^^ 
20 propyl-piperazin-2-one, 

1- (4-Amino-quinazolin-7-ylmethyl)-44(4-chI^^ 

2- one, 

1-(4-Amino-quinazolin-7-yImethyl)-4-[(4-hydroxy-phenoxy)-acetyI]-(3S)-methoxymethyl- 
piperazin-2-one, 
25 1-(4-Amino-quinazoIin-7-ylmethyl)^-[^ 
1-(4-Amino-quinazo!in-7-yImethyl)^ 
piperazin-2-one, 

1-(4-Amino-quinazorin-7-ylmethyl)-4-^^ 
piperazin-2-one 
30 1-(4-Amino-quinazolin-7-ylmethyl)^ 
piperazin-2-one, 

1-(4-Amino-quinazoIin-7-ylmethyl)^-[(4-chloro-thiophen-2-yloxy)-acetyl]-3-(S)-h 
piperazin-2-one, 

1-(4-AminoH3uinazolin-7-yImethyI)-4-^ 
35 piperazin-2-one, 
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1-(4-Amino-quinazolin-7-ylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetyl]-3,6-bis- 
methoxymethyl-piperazin-2-one, 

(R)-1 -(4-Amino^uinazolin-7-ylmethyl)^-[(5-chloro-thiophen-2-yloxy)-acetyl]-6-methoxymethyl- 
piperazin-2-one, 

5 4-[(6-Amino-pyrimidin-4-yloxy)-acetyl]-1 -(4-amino-quinazolin-7-ylmethyl)-3(S)-methoxymethyl- 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[(3-chloro-benzenesulfonyl)-acetyl]-piperazin-2-one, 
1 -[4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-piperazin-1 -yl]-3-(4-chloro-phenyl)-propane-1 .3- 
dtone 

1 0 1 -(4-Amino-quinazolin-7-ylmethyl)-4-[(3-chloro-phenylsulfanyl)-acetyl]-piperazin-2-one, 

4-[3-(6-Amino-2-methyl-pyridin-3-yl)-acryloyl]-1 -(4-amino-quinazolin-7-ylmethyl)-3-(S)-propyl- 
piperazin-2-one. ' f 

1- (4-Amino^uinazolin-7-ylmethyl)^-[3-(3-chloro-phenyl)-3-hydroxy-acryloyl]-piper^ * 

1 -(4-Amino-quinazolin-7-ylmethyl)-4-[3-(4-dimethylamino-pheny])-acryloyl]-(3S)-propyl- 
15 piperazin-2-one, 

3- (S)-6-(S)-1-(4-Amino^uinazolin-7-ylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetyl]-6- 
hydroxymethyl-3-methoxymethyl-piperazin-2-one, 

4- [3-(6-Amino-pyridirv3-yl)-acryloyl]-1-(4-amino-quinazolin-7-ylmethyl)-3(S)-isobutyl-piperazin- 

2- one, - 

20 443-(2-Amino-pyrimidin-5-yl)-acryloyl]-1-(4-amino-quinazolin-7-ylmethyl)-3(S)-propyl-piperazin- 
2-one, 

1 -(4-Amino-quinazolin-7-ylmethyl)-4-[3-(3-hydroxy-phenyl)-acryloyl]-(3S)-propyl-piperazin-2- 
one, 

4-[3-(3-Amino-phenyl)-acryloyl]-1-(4-amino-quinazolin-7-ylmethyl)-(3S)-methoxymethyl- 
25 piperazin-2-one, 

4-[3-(4-Amino-3-chloro-phenyl)-acryloyl]-1-(4-amino-quinazolin-7-ylmethyl)-(3S)- 
methoxymethyl-piperazin-2-one, 

1- (4-Amino-quinazolin-7-ylmethylH4(6-chloro-pyrazin-2-yloxy)-acetyl]-(S)-3-methoxym 
piperazin-2-one, 

30 1K4-Amino-quinazolin-7-ylmethyl)-4-[(6-chloro-pyrazin-2-yloxy)-acetyl]-(S)-3-propyl-piperazin- 

2- one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-[3-(5-chloro-thiophen-2-yl)-acryloyl]-3(S)-isobutyl- 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetyl3-3(S)-isobutyl- 
35 piperazin-2-one, 



WO 01/07436 PCT/IB00/01156 

428 

1 -(4-Amino-quinazolin-7-ylme%^ 
one, 

(+/-)-1-(4-Amino-quinazolin-7-ylmet^^^ 
2-carboxylic acid ethyl ester, 
5 4-[3-(4-Amino-phenyl)-ac^ 

1-(4-Amino-quinazo!in-7-ylmethyl)^ 
piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyIM^ 

methoxymethyl-piperazin-2-one, 
10 4-[3-(6-Amino-pyridin-3-yl)-acryloyl]-H^^ 

piperazin-2-one, 

1 -(4-AminoHquinazolin-7-y^ 

ethyl)-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethylH^^ 
15 ethyl)-piperazin-2-one, 

4-(4-Amino-quinazoIin-7«yImethylH^ acid 

(4-chloro-phenyl)-amide, 

4-(4-Amino-quinazolin-7-ylmethyl)-(S)-5-met^ acid 
(5-chIoro-thiophen-2-yI)amide, 
20 4-(4-Amino-quinazolin-7-ylmethyl)-2(S)-isobutyl-3-oxo-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

4-(4-AminoKiuinazo!in-7-ylmethyl)-2-(S)-hydroxymethyi-3-oxo-piperazine-1 -carboxylic acid (4- 
chloro-phenyI)-amide, 

(2S)-4-(4-Amino-quinazolin-7-ylmethyl)-3-oxo-2-propyI-piperazine-1 -carboxylic acid (5-bromo- 
25 thiazol-2-yI)-amide, 

(2S)-4-(4-Amino-quinazolin-7-ylmethyl)-2-m acid 
(5-chloro-thiazol-2-yl)-amide, 

(2S)-4-(4-Amino-quinazolin-7-ylmethy!)-3-oxo-2-propyl-piperazine-1 -carboxylic acid (5-chioro- 
thiazol-2-yl)-amide, 

30 4-(4-Amino-quinazolin-7-ylmethylH^ acid (4- 

hydroxy-phenyl)-amide, 
4-(4-Amino-quinazolin-7-ylmethyl)-2-(^ 
acid (4-chloro-phenyl)-amide, 

4-(4-Amino-quinazolin-7-ylmethyl)-2-(S)-carbamoylmethyl-3-oxo-piperazine-1-carboxyHc acid 
35 (4-chloro-phenyl)-amide, 
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(4aRS.8aRS)^-(4-Amino-quina2olin-7-ylmethyl)-3-oxo-octahydro-quinoxaline-1-carboxylic acid 
(4-chloro-phenyl)-amide, 

4-(4-Amino-quina2olin-7-ylmethyl)-2(S)-(2-methylsulfanyl-ethyl)-3-oxo-pipera2ine-1-carboxylic 
acid (4-chloro-phenyl)-amide, 

4-(4-Amino-quinazolin-7-ylmethyl)-(2S)-methoxymethyl-3-oxo-pipera2ine-1-carboxylic acid (5- 
chloro-furan-2-yl)-amide, 

(2SH-(4-AminoK 1 uinazolin-7-ylmethyl)-2-methoxymethyl-3-oxo-pipera2ine-1-carboxylic acid 
(5-bromo-thiazol-2-yl)-amide, 

N-[4-(4-Amino^quina2olin-7-ylmethyl)-3-oxo-(S)-2-propyl-pipera2ine-1-carbonyl]^-chloro- 
beftzenesulfonamide, 

1 -(S)-4-(4-Amino-quinolin-7-ylmethyl)-3-oxo-2-propyl-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

1- (S)-(4-Amino-quinolin-7-ylmethyl)-4-[3-(5-chlo^o-thiophen-2-yl)-allyl]-3-propyl-pipe^a2in-2- , 
one, 

HSM4-Amino-quinolin-7-ylmethyi)-4-[3-(5-chlo^^ 

2- one, 

HSH-(4-Amino<|uinolin-7-ylmethyl)-2-methoxymethyl-3-oxo-2-pipera2ine-1-carboxylicacid 
(4-chloro-phenyl)-amide. 

(S)-4-(4-Aminoquinolin-7-ylmethyl)-2-methoxylmethyl-3-oxo-2-pipera2ine-1 -carboxylic acid (5- 
chlorothiophen-2-yl)-amide, 

1 -(S)^-(4-Amino-quinolin-7-ylmethyl)-2-methyl-3-oxo-2-pipera2ine-1 -carboxylic acid 
phenylamide, 

1-(S)-4-(4-Amino-quinolin-7-ylmethyl)-2-methyl-3-6xo-2-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

1-(SM-(4-Amino-cinnolin-7-ylmethyl)-2-methyl-3-oxo-piperazine-1 -carboxylic acid (4-chloro- 
phenyl)-amide, 

1-(S)-(4-Amino-cinnoIin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-acryloyl]-3-^ 
one, 

1-(4-Amino-cinnolin-7-ylmethyl)-4-[3-(5-chloro-thiophen-2-yl)-allyl]-3-methyl-piperazin-2 

4-[2-(5-Chloro4hiophen-2-yI)-ethenesulfonyl]-6-oxo-1-(1H-pyrrolot3,2-c]pyridin-2-ylme 
piperazine-2-(+)-carboxylic acid methyl ester. 

4-[2-(5-Chloro-thiophen-2-yl)-ethenesulfonyl]-6-oxo-1-(1H-pyrrolo[3 l 2-c]pyridin-2-ylmeth 
piperazine-2-(-)-carboxylic acid methyl ester, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo-1-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 
pipera2ine-2-(+)-carboxylic acid amide, 
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4-(6~Chloro-benzo[b)thiophen^ 

piperazine-2- 

(-)-carboxylic acid amide, 

442-(5-Chloro-thiophen-2-yl)-^^ 
5 ylmethyI)-piperazin-2-one, 

4-(6-ChIoro-benzo[b]thiophen^ 

ylmethyl)-piperazin-2-one, 

4-[2-(5<)hloro-thiophen-2-yl)-ethenes^^ 

c]pyridin-2-ylmethyl)-piperazin-2-one l 
10 4-(6-Chloro-benzo[b]thio^^ 

c]pyridin-2-ylmethyl)-piperazin-2-one f 

4-(5-Chloro-1H-indole-2-sulfo^ 

4-(5-Chloro-1H-indole-2-sulfonyl)^^ 

piperazin-2-one, 
15 4-(7-Methoxy-naphthalene-2^ 

4-(Benzo[b]thiophene-2-sulfor^ 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-1-(1H-pyrrolo[3 t 2-c]pyridin-2-ylmethyO 

4-[3-(5-Chloro-thiophen-2-yl)-be^ 

piperazin-2-one, 

20 4-[3-(5-Chloro-thiophen-2-yl)-benzyl]-1-(1H-pyirolo[3 l 2-c]pyridin-2-ylmethyI 
4-[5-(5-Chloro-thiophen-2-yl)-pyri^^ 
piperazin-2-one, 

4-[5-(5-Chloro4hiophen-2-y!)-pyrid^ 
ylmethyl)-piperazin-2-one, 
25 4-[5-(5-Chloro-thiophen-2-yl)-pyrid^ 
2-ylmethyl)-piperazin-2-one, 

4-[2-(4-Chloro-phenyl)-1 H-indol-3-ylmethyl]-3-(S)-propyl-1 -(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 
piperazin-2-one, 

4-[6-(5-Chloro-thiophen-2-yl)^^ 
30 2-yImethyI)-piperazin-2-one, 

4-[4-(5-Chloro-thiophen-2-yl)4>erc^^ 
piperazin-2-one, 

4-t6-(5-ChIoro-thiophen-2-yl)-pyridin-2-ylmethyl]-1-(1H-pyrrolo[3 t 2 
piperazin-2-one, 
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4-(5-Chloro<2,3']bithiophenyl-5 , -y^ 
one, 

4-(5 , -Chloro-[2,2 , ]bithiophenyl-5-ylmethyl)-6-methoxymethy|.1-(1H-pyrrolo[3,2-c]pyridin-2- 
ylmethyl)-piperazin-2-one, 

5 4-[2,2']Bithiophenyl-5-ylmethyl-6-methoxymethyl-1-(1 H-pyrroloI3,2-c]pyridin-2-ylmethyl)- 
piperazin-2-one, 

4-(5-Chloro-[2,31bithiophenyl-5 , -ylmethyl^ 
piperazin-2-one, 

4-[6-(5-Chloro4hiophen-2-yl)-pyridin-2-ylmethyl]-3-(S)-propyj-1-(1H-pyrrolo[3.2-c]pyridin-2- 
10 ylmethyl)-piperazin-2-one, 

4-[3-(5-Chloro-thiophen-2-yi)-4-fluoro-benzyl]-1-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)-piperazin- 

2-one, S 

4-[5-(3-Chloro-phenyl)-furan-2-ylmett^ f 
one, 

15 4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-1-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)-piperazin^ 

4-[3-(5-Chloro-thiophen-2-yl)^fIuoro-benzyl]-3-(S)-propyl-1-(1H-pyrrolo[3,2-c]pyridin-2- 
ylmethyl)-piperazin-2-one, • 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-3-(S)-propyl-1-(1H-pyrrolo[3,2-c]pyridin-2-ylmethy!)- • 
piperazin-2-one, 

20 4-[5-(3-Chloro-phenyl)-furan-2-ylmethyl]-3-(S)-propyl-1-(1 H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 
piperazin-2-one, 

4-[3-(5-Chloro-thiophen-2-yl)-allyl]-3-(S)-propyl-1 -(1 H-pyrrolo[3,2-c]pyridin-2-ylmethyl)- 
piperazin-2-one, 

4-(5-Chloro-1H-indot-2-ylmethyl)-3-(S)-propyM^^ 
25 2-one, 

4-(5'-Chloro-[2,2']bithiophenyl-5-ylmethyl)-3-(S)-propyl-1-(1H-pyrrolot3,2-c]pyridin-2-ylm 
piperazin-2-one, 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-3-(S)-methoxymethyl-1-(1H-pyrrolo[3,2-c]pyridin-2- 
ylmethyl)-piperazin-2-one, 

30 4-[5-(5-Chloro-thiophen-2-yl)-pyridin-2-ylmethyl]-3-(S)-methoxymethyl-1-(1H-pyrrolo[3,2- 
c]pyridin-2-ylmethyl)-piperazin-2-one, 

1-(4-Amino-2-methyl-quinazolin-7-ylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetylJ-3-(S)-p 
piperazin-2-one, 

7-{4-[3-(5-Chloro-thiophen-2-y!)-acryloyl]-2-oxo-(S)-3-propyl-piperazin-1-ylmethyl}-3H- 
35 quinazolin-4-one, 
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7^4-t(5-Chloro-thiophen-2-yloxy)-acetyI]-2-oxo-(S)-3-propyl-piperazin-1-y!me 
quinazolin-4-one, 

1- (4-AminoMquinazolin-7-yimethylM-[3-^^ 
propyl-piperazin-2-one 

5 4-[3-(5-Chloro-thiophen-2-yl)-allylH^^ 
one, 

7K4-[3-(5-Chloro-thiophe^ 
isoquinolin-1-one, 

7-[4-(7-ChIoro-isoquinolin-3-ylmethyl)^^ 
10 isoquinolin-1-one, 

4-(5-Chloro-1 H-indol-2-ylmethyl)-1 -[4-(6-oxo-1 ,6-dihydro-pyridin-3-yl)-benzyl]-3-(S)-propyl- 
piperazin-2-one, - - ........ 

4-(5-Chloro-1 H-indol-2-ylmethyl)-3-(S)-methyl-1 -[4-(6-oxo-1 ,6-dihydro-pyridin-3-yl)-benzy!]- 
piperazin-2-one, 
15 6-{4-[{5-Chloro-thiophen-2-yto^ 
methyl-SH-quinazolin^-one, 
6^4-[(5-Chloro-thiophen-2-yloxy)-ac^ 
quinazoIin-4-one, 

4-(7-Chloro-isoquinolin-3-yImethyl)-3-(S)-methyl-1-[4-(6-oxo-i,6-dihydro-pyri 
20 piperazin-2-one, 

4-(7-Chloro-isoquinolin-3-yImethyl)-1-^ 
one, 

4-(7-ChloroMsoquinolin-3-ylmethyl)-H 
piperazin-2-one, 

25 4-(7-Chloro-isoquinolin-3-ylmethyl)-1-^ 
piperazin-2-one, 

4-(7-Chloro-isoquinolin-3-ylmethyl)-1-[4^ 

4-(7-Chloro-isoquinolin-3-ylmethylH 

2- one, 

30 4-(7-Chloro-isoquinolin-3-ylmethyl)-3-(S)-m 
benzyl]-piperazin-2-one, 
4-[3-(6-Amino-pyridin-3-yl)-propiony^ 
yl)-benzyl]-piperazin-2-one, 

(S)^-[(5-Chloro-thiophen-2-yloxy)-acetyl]-6-methoxymethyl-1-[4-(6-methoxy-pyri^ 
35 benzyl]-piperazin-2-one, 
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4-[3-(5-Chloro-thiophen-2-yl)^ 
benzyl]-piperazin-2-one, 
4-[(5-Chloro4hiophen-2-yloxy^^^ 
piperazin-2-one, 
5 4-[(5-Chloro-thiophen-2-y!oxy)-a^^^^ 
benzyl]-pipefazin-2-one, 
4-[3-(6-Amino-pyridin-^y0 
piperazin-2-one, 

4-[3-(6-Amino-pyridin-3-yl)-acry^ 
10 piperazin-2-one, 

4-[(5-Chloro-thiophen-3-yloxy)-acetyl]-1-[4-(6-oxo-1 t 6-dihydro-pyridin-3-yl)-benzyl]-3-(S)-propyl- 
piperazin-2-one, 

44(5-Chloro4hiophen-2-y!oxy)-acetyl]^^ 
piperazin-2-one, 

1 5 4-[3-(4-Chloro-thiophen-2-yl)-acryloyl]-1 -[4-(6-oxo-1 ,6-dihydro-pyridin-3-yl)-benzyl]-3-(S)- 
propyI-piperazin-2-one, 

443-(5-Chloro-thiophen-2-yI)-acryloyl]-144-(6-oxcKl t 6-dihydro-pyridin 
propyl-piperazin-2-one, 
4-[3-(4-Chloro-thiophen-2-yl^ 
20 piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yloxy^ 
piperazin-2-one, 

443-(5-Chloro4hiophen-2-yl)-acr^ 
piperazin-2rone f 
25 4-[(5-Ch!oro4hiophen-3-yloxy 
piperazin-2-one, 

2-[4-(6-Chloro4>enzo[b]thiophene-2^^ 
benzothiazol-4-one, 
2-[4-(6-Chloro-benzo[b]thiopte^ 
30 carboxylic acid methylamide, 
2-[4-(6-Chloro-benzo[b]thio^ 
carboxylic acid diethylamide, 
4-(6-Chloro-benzo[b]thiophene-2-su^^^ 
hydrobromide, 
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2-[4-(6-Chloro-benzo[b]thiophene^^ 
benzothiazole-4-carboxylic acid amide, 
{2-[4-(6-Chloro-benzo[b]thiophene-2-sulfony^^ 
acid methyl ester, 
5 2-[4-(6-Chloro-benzo[b]thiophene^ 
acid ethyl este, 

2-[4-(6-ChIoro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-4-methyl-thiazole-5- 
carboxylic acid methyl ester, 
1-(4-tert-Butyl4hiazol-2-ylmethyl^ 
10 4-(6-Chloro4>enzo[b]thiophene-2-sulfonyl)-H^^ 
piperazin-2-one, 

1- [4-(4-Bromo-phenyl)-thiazo!-2-ylmeih^^ 

2- one, 

1-[4-(3-Bromo-phenyl)-thiazol-2-ylmethyH^ 
15 2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-^ 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(4-pyridin-3-yI-thiazol-2-ylmethyl)-piperazin-2-one, 

1-(5-AcetyM-methyl4hiazol-2-yImethyl)^^ 

one, 

20 3^2-[4-(6-Chloro-benzo[b]thiophene- 
methyl-butyric acid ethyl ester, 
1-(4-Adamantan-1-yl-thiazol-2-ylmeto^^ 
one, 

1- (4-Adamantan-1-yl-thiazol-2-ylmethyl)-4-(6^^ 
25 one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(4-phenyl-thiazoI-2-ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-[4-(4-hydroxy-phenyl)-thiazol-2-ylmethyl]- 

piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-[4-(4-hydroxy-phenyl)-thiazol-2-ylmethyl]- 
30 piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(4,5,6,7-tetrahydro-benzothiazol-2-y!methyl)- 
piperazin-2-one, 

2- [4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxcHpiperazin-1-ylmethyl]-thiazole^-carboxylic 
acid diethylamide, 
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2-[4-(6-Chloro-benzo[b]thiophe 
benzothiazole-4-carboxylic acid ethyl ester, 
2^244-(6-Chloro-benzo[b]thiophene-2-sufo^ 
benzoic acid, 

4-(6-Chloro-benzo[b]thiophen 
piperazin-2-one, 

4-(6-ChIoro-benzo[b]thiophene-2-s^^ 
242-[4-(6-Chlor6-benzo[b]thi^ 
benzamide, 

4-(6-Chloro-benzo[b]thiophene-2-s^ 
ylmethy!)-piperazin-2-one 

4~(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(5-methyM,5,6,7 : tetrah 
2-ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-su^ 

ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfon^^ 

2-ylmethyl)-piperazin-2-one, 

2-[4-(6-Chloro-benzo[b]thio^ 

thiazoIo[4,5-c]pyridin-6-one, 

(R)-244-(6-Chloro-benzo[b]thiophene-2-su^^^ 

4,5,6,7-tetrahydro-benzothiazole-4-carboxylic acid amide, 

(RM-(6-Chloro-benzo[b]to^ 

benzothiazol-2-ylmethy!)-piperazin-2-one, 

(R)-2-[4-(6<;hloro-benzo[b]thiophene^ 

thiazole-4-carboxylic acid ethyl ester, 

(R)-2-[4-(6-Chloro-benzo[b]tN^ 

4-methyl-thiazole-5-carboxyiic acid diethylamide, 

(RM-(6-(^loro-benzo[b]thiophene-2^ 

ylmethyl)-piperazin-2-one, 

(R)-3^2-[4-(6-ChIoro-benzo[b]thiophen^^ 

ylmethylHhiazol-4-yl}-3-methyl-butyric acid ethyl ester, 

(R)-2-[4-(6-Chloro-benzo[b]thiophe 

thiazoIe-4-carboxylic acid, 

(R)-244-(6-Chloro-benzo[b]thiophene-2-s^ 

thiazole-4-carboxyIic acid diethylamide, 
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(S)-2-{4-[(5-Chloro-thiophen-2-yIoxy)-a^ 
4,5,6,7-tetrahydro-benzothiazole-4-carboxylic acid amide, 

(S)-2-{44(5-Chloro4hiophen-2-y!oxy)-acetylH 
thiazole-4-carboxylic acid ethyl ester, 
5 (S)-2-{4-[(5-Chloro-thiophen-^ 

thiazole-4-carboxylic acid dimethylamide, 

(S)-(2^4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-3(S)-methoxymethyl-2-oxo-piperazi 
thiazol-4-yl)-acetic acid methyl ester, 

(S)-4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-3(S)-methoxymethyl-1-(4 I 5,6 l 7-tetrahydro- 
1 0 benzothiazo!-2-ylmethyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1«(4-hydroxy^,5,6,7-tetrahydro-benzothiazol-2- 
ylmethyl)-piperaziri-2-one, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-6,7^ihydro-5H- 
benzothiazol-4-one oxime, 
15 1-(4-Amino-benzothiazoI-2-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-piperazin-2- 
one, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyI]-5,6,7 1 8-tetrahydro- 
thiazolo[4,5-c]azepin-4-one, 
244-(6-Chloro-benzo[bjthiophene-2-sulfo^ 
20 acid dimethylamide, 

4-(6-ChIoro-benzo[b]thiophene-2-sulfonyI)-1-t4-(pyrrolidine-1-carbonyl)-thiazol-2-ylmethyl]- 
piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-l-[4-(morpholine^-carbonyl)-thiazol-2-ylmethyl]- 
piperazin-2-one, 

25 4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-[4-(piperazine-1-carbonyl)-thiazol-2-ylmethyl]- 
piperazin-2-one, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazole-4-carboxylic 
acid N\N'-dimethyl-hydrazine, 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2"Oxo-piperazin-1-ylmethyl]-thiazole-4"Carboxylic 
30 acid (2-hydroxy-ethyl)-methyI-amide, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-[4-(3-hydroxy-pyrrolidine-1-carbonyl)-thiazol-2- 
yImethyl]-piperazin-2-one, 1 

2-(4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-thiazole-4-carboxylic 
acid methoxy-methyl-amide, 
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2-[4-(6-Chloro-benzo[b]thiophene-2-s^ 
acid isopropyl-methyl-amide, 
({244-(6<)hIoro-benzo[b]thiophene-2^ 
carbony|}-methyl-amino)-acetic acid ethyl ester, 
2-[4-(6-ChIoro-benzo[b]thiop^ 
carboxamide, 

2-[4-(6-Chloro-benzo[b]thiopte^ 
acid methylamide, 

2-[4-(6-Chloro-benzo[b]thiophene^ 
acid isopropylamide, 
{2-[4-(6-Chloro-benzo[b]thiop 
acid, 

2^2^4-(6-Chloro-benzo[b]thiophene-2-s^ 
acetamide, 

2-{244-(6-Chioro-benzo[b]thiophene-2-sufo^ 

methyl-acetamide, 

2^2-[4-(6-Chloro-benzo[b]thto^ 

isopropyl-acetamide, 

2^2-[4-(6-Ch!oro-benzo[b]thiophene-2-s^ 
dimethyl-acetamide, 
2-[4-(6-Chloro-benzo[b]thiophe^ 
thiazo!o[5,4-c]pyridin-6-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-piperidin-4-ylmethyl-piperazin-2-one, 
4-[4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-yimethyl]-pi 
carboxylic acid amide, 

244-[4-(6-Chloro-benzo[b]th^ 
acetamide, 

4-(6-Chloro-benzo[b]thiophene-2-s^ 
piperazin-2-one, . 
4-(6-Chloro-benzo[b]thiophene-2^ 
ylmethyl]-piperazin-2-one, 

(RM-(5-chIoro-1H-indole-2-sulfonyl)-1-[1-(2-dimethylamino-pyrimid 
ylmethyl]-6-piperazin-2-one, 

(R)-4-(6-chloro-1 H-indole-2-sulfonyl)-1 -[1 -(2-dimethyIamino-pyrimidin-4-yI)-piperidin-4- 
ylmethyl]-6-piperazin-2-one, 
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(R)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin- 
4-ylmethyl]-6-piperazin-2-one, 

(RH-(6-Chloro-benzo[b]thiophene-2-sulfonyI)-1-[1-(2-dimethylam 
4-ylmethyl]-6-methyl-piperazin-2-one, 
5 (RH-(6-Chloro-benzo[b]thiophene-2-sutfony!)-1>[1.(2-dimethylamin 
4-ylmethyl]-6-methoxymethyI-piperazin-2-one, 
4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
y1methyl]-6-oxb-piperazine«2-carboxylic acid methyl ester, 
(RM-(5-chloro-1H-indole-2-sulfo^ 
10 ylmethyl]-6-rnethyl-piperazin-2-one ( 
(RM-(5-chloro-1H-indole-2-s^ 
ylmethyl]-6-methoxymethyl-piperazin-2-one t 

4-(5-chloro-1 H-indole-2-sulfonyl)-1 -[1 -(2-dimethylamino-pyrimidin-4-yl)-piperidin-4-ylmethyl]-6- 

oxo-piperazine-2-carboxylic acid methyl ester, 
15 (R)-4-(6-chloro-1 H-indole-2-su!foriyl)-1-[1-(2<iimeth^^ 

ylmethyl]-6-methyl-piperazin-2-one, 

(RM-(6-chIoro-1H-indole-2-sulfon^^^ 

ylmethyl]-6-methoxymethyI-piperazin-2-one, 

4-(6-chloro-1H-indole-2-sulfonyl)-H1^^ 
20 oxo-piperazine-2-carboxylic acid methyl ester, 

(RM-(6^hloro-1H-benzoimidazole-2-suK^^ 

4-ylmethyl]-6-methyI-piperazin-2-one, 

(RM-(6-chloro-1H-benzoimidazole-2^ 

4*ylmethyl]-6-methoxymethyl-piperazin-2-one I 
25 4-(6-chloro-1H-benzoimidazole-2-sulfo^^ 

yImethyl]-6-oxo-piperazine-2-carboxylic acid methyl ester, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-{1-[2-(2-hydroxy-ethylamino)-pyrimidin^-yl]- 
piperidin^-ylmethylj-piperazin^-one, 
4-(6-Chloro-benzo[b]thiophene^ 
30 piperidin-4-ylmethyl}-piperazin-2-one t 
4-(6-Chloro-benzo[b]thiophene-2-sulfo^ 
piperidin-4-ylmethyl}-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1 -{1 -[2-(3-morpholin^-yI-propylamino)-pyrimidin-4- 
yl]-piperidin-4-ylmethyl}-piperazin-2-one, 
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4-[(44444-(6-Chloro-ben2o[b]thiophene-2-sulfonyl)-2-oxo-pipera2in-1-ylmethyl]-piperidin-1-y|^ 
pyrimidin-2-yl)-methyl-amino]-butyric acid, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-Hl-[2-(2-dimethylamino-ethoxy)-pyrimidin^ 
piperidin-4-ylmethyl}-piperazin-2-one, 

Example 1270 4-(6-Chloro-benzo[b]thiophene-2-sulfonyI)-1-(1-{2-[2-(2-oxo-imidazolidin-1-yl)- 
ethylamino]-pyrimidin-4-yl}-piperidin-4-y!methyl)-piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-Hl-[2-(2<limethylamino-ethylsulfanyl)-pyrimidin^- 
yl]-piperidin-4-ylmethyl}-piperazin-2-one, 

4-[4-(6-Chloro-benzoIb]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-3.4,5,6-tetrahydro- 
2H-[1 ^'Ibipyridinyl-S'-carboxylic acid, 

4-(6-Chloro-benzo[bKhiophene-2-sulfonylH 
one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(1-pyrazin-2-yl-piperidin-4-ylmethyl)-piperazin-2- 
one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(3.4,5,6-tetrahydrc-2H-[1.2']bipyridinyM-ylmethyl)- 
piperazin-2-one, 

4-t4-(6-Chloro-benzo[b]thiophene.2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-3,4,5,6-tetrahydro- 
2H-[1 .ZJbipyridinyl-S'-carboxylic acid, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(6 , -methoxy-3,4,5,6-tetrahydrc)-2H41 I 2']bipyridiny 
4-ylmethyl)-piperazin-2-one, 

4-(6^hloro-benzo[b]thiophene-sulfonyl)-1-(6 , -methoxy-3,4,5,6-tetrahydro-2H-t1,3 , ]bipyridinyl-^ 
ylmethyl)-piperazin-2-one, 

0-Phenyl-1-cyano-3-{4-[(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-1- 
yljmethylpiperdinyl} isourea, 

Preparation of N.N Dimethyl-2^4-[6^(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-1- 
yl]methylpiperdin-1-yl]} cyanoformamidine, 

Preparation of N-Methyl-2-{4-[6-(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-1- 
yl]methylpiperdin-1-yl]} cyanoformamidine, 

Preparation of N-trans-[{4-(5-Chloro-thiophen-2-yloxy)-acetyl-2-keto-3-(S)-methoxymethyl}- 
piperazin-1-yl]methylcyclohexyl-cyanoguanidine, 

N-trans-[{4-(5-Chloro-thiophen-2-yloxy)-acetyl-2-keto-3-(S)-methoxymethyl}-piperazin-1- 
yl]methylcyclohexyl-N , .N'-dimethyl-cyanoguanidine, 

N-trans-[{4-(5-Chloro-thiophen-2-yloxy)-acetyl-2-keto-3-(S)-methoxymethyl}-piperazin-1- 
ylJmethylcyclohexyl-N'-methyl-cyanoguanidine 



WO 01/07436 



440 



PCT/IB00/01156 



N4rans-[{4-(5-Chloro4hiopte^ 

yl]methylcyc!ohexyl-N , -(2-hydroxyethyI)-N , -nnethyl-cyanoguanidine, 

Preparation of 4-[(5-ChIorothiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1 -cis-(4-morpholin-4- 

yl-cyclohexylmethyl)-piperazin-2-one, 
5 and 4-[(5-Chlorothiophen-2-yloxy)-acetyl]-3-(S)-^ 

cyclohexylmethyl)-piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-1-trans^^ 

cyclohexylmethyl)-3-(S)-methoxymethyl-piperazin-2-one, 

4-[(5<;hloro4hiophen-2-yloxy)-acetyl]-3-(S)-me 
1 0 pyrrolidin-2-yl)-ethylamino]-cyclohexylmethyl}-piperazine-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-3-(S)-m^^ 

pyrrclidin-2-y!)-ethyl3[7iinc]-cycIo^^ 

4-[(5<;hloro4hiophen-2-yloxy)-acetyl]-3-(S)-^ 

cy cl oh exy I m et hy l]-pi pe razi n-2-o ne , 
1 5 4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1 -trans-[4-(2-pyridin-2-yl- 

ethylamino)-cydohexylmethyl]-piperazin-2-one, 

4- [(5-Chloro-thiophen-2-yloxy)-acetyl]-1 -cis-[4-(2-dimethylaminb-ethylamino)-cyclohexylmethyl]- 

5- CSJ-methoxymethyl-piperazin^-one, < 
4-[(5-Chloro4hiophen-2-yloxy)-ac^tyl]-1-trans-[4-(2^imethylamino^thyIamino)- 

20 cyclohexylmethyl]-3-(S)-methoxymethyl-piperazin-2-one l 

4-(4-cis^4-[(5-ChlorcMhiophen-2-yloxy)-acetyl]^ 

ylmethyl}-piperazine-1-carboxy1ic acid ethyl ester, 

4-(4-trans-{4-[(5-Chloro4hiophen^ 

y!methyl}-piperazine-1-carboxylic acid ethyl ester, 
25 4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-1-cis^ 

(S)-methoxymethyl-piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yIoxy)-arety^ 

3- (S)-methoxymethyl-piperazin-2-one, 

1-cis-(4-Azepan-1-yl-cyclohexyImethyl)-4-[(5-chIoro-thiophen-2-yloxy)-acetyl]-3-(S)- 
30 methoxymethyl-piperazin-2-one, 

1-trans-(4-Azepan-1-yI-cyclohexylmethyl)-4-[(5-chloro-thiophen-2-yloxy)-acetyl]-3-(S)- 
methoxymethyI-piperazin-2-one, 

4- [(5-chloro4hiophen-2-yIoxy)-acetyl]-3-(S)-methoxymethyl-1-cis-{4-[(pyridin-2-ylmethyI)- 
amino]-cyclohexylmethy!}-piperazin-2-one 1 
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4-[(5-chloro-thiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1-trans-{4-[(pyridin-2-ylmethyl)- 
amino]-cyclohexylmethyl}-piperazin-2-one, 

4-[(5-chloro-thiophen-2-yloxy)-acetyl].3-(S)-methoxymethyl-1-cis-(4-phenylamino- 
cyclohexylmethyl)-piperazin-2-one, 

4-[(5-chloro-thiophen-2-yloxy)-acetyl]-3-(S)-methoxymethyl-1 -trans-(4-phenylamino- 
cyclohexylmethyl)-piperazin-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-1-cis-{4-[2-(2-hydroxy-ethoxy)-ethylamino]- 
cyclohexylmethyl}-3-(S)-methoxymethyl-pipera2in-2-one, 

4-[(5-Chloro-thiophen-2-yloxy)-acetyl]-1 -trans-{4-[2-(2-hydroxy-ethoxy)-€thylamino]- 
cyclohexylmethyl}-3-(S)-methoxymethyl-piperazin-2-one, 

4-[(5-Ch!orothiophen-2-yloxy)-acetyl]-1-[(24[N,N-dimethylaminoethyl]-amino^pyrimidin-5-yl)- 
methyl]-3-(S)-methoxymethyl-piperazine-2-one, 

1-(4-Amino^uinazolin-7^ylmethy!)^-[3-(4K:hloro-phenyl)-allyl]-pipBra2ine-2,3Klione, 

1-(4-Amino-quina2olin-7-ylmethyl)-4-(6-chloro-ben2o[b]thiophen-2-yl-methyl)-pipera2ine-2.3- 
dione, 

1-(4-Amino-quinolin-7-ylmethyl)-4-[3-(4-chloro-phenyl)-allyl]-piperazine-2.3-dione, 

1-(4-Amino-quinazo!in-7-ylmethylH-(5 , -chloro-[2,2']bithiophenyl-5-ylmethyl)-pipen3zine-2,3- 
dione, 

1-(3-carbamimidoyl-benzyl)-4-(4-carbamimidoyl-benzyl)-2,3 dioxopiperizihe. 
Bis-1 ,4-(3-carbamimidoyl-benzyl)-2,3-dioxopiperizine, 

1-(4.Amino-quinazolin-7-ylmethyl)-4-[3-(3-chloro-phenyl)-allyl]-piperazine-2,3-dione, 
1-(4-Amino-quinazolin-7-ylmethyl)-4-[3-(5^^^ 

1-(4.Amino-quino!in-7-ylmethylH-(6-chloro-benzo[b]thiophen-2-yl-methyl)-piperazine-2,3- 
dione, 

H4-AminoK?uinolin-7-ylmetW 

1-(4-Amino-quinolin-7-ylmethyl)^-[3-(5-chloro-thiophen-2-yl)-allylI-piperazine-2,3-dione, 
H3-(3-c*loro-phenyl)-allyl]-4-(1H-pyr^^^^ 

1-[3-(4-chloro-phenyl)-allyl]^(lH-pyrrolot3,2-c]pyridin-2-ylmethyl)-piperazine-2,3-dion 

1-[3-(5-chloro-thiophen-2-yl)-allyl]^-(1H-pyrrolo[3,2-c]pyridin-2-ylmethyl)-pipe^ 

1-(6-chloro-benzo[b]thiophen-2-yl-methyl)^-(1H-pyrrolo[3,2-c]pyridin-2-ylme^ 
2,3-dione. 

WS^-chloro^^bithiophenyl-S-ylmethyl)^ 
2,3-dione, 

1-[3^5<:hloro-thiophen-2-yl)-allyM-(1H-pyrrolo[2,3-cJpyridin-2-ylmethyl)-pip e razine-2 I 3-dione, 
H3-(5-chloro-thiophen-2-yl)-allyl]-4-(thieno[3 1 2-b]pyridin-2-ylmethyl)-piperazine-2,3-dione, 
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1-[3-(5-chloro4hiophen^ 
H3-(5-chIoro4hiophen-2-yl)-a!lylM-^^ 
1 -[3-(5-chloro4hiophen-2-yl)-^ 

1 -[3-(5-chloro-thiophen-2-y l)-allyl]-4-[4-( 1 -hydroxy-py ridin-4-y l)-benzy l]-piperazine-2,3-dione, 
5 1-[3-(5-chloro-thiophen-2^ 

1-[3-(5-chloro4hiophen-2-yl)-a!lyl]^^ 
dione, 

H3~(5-chloro-thiophen-2-y!)-allylH-[^ 
dione, 

10 1-[3-(5-chloro4hiophen-2-yl)^ 

yl}-benzyl)-piperazine-2,3-dione, 

143-(5-ch!orc4hiophen-2-y!)-al!y!H^^ 

piperazine-2,3-dione, 

1 -[3-(5-chloro-thiophen-2-y0 
15 yl}-cyclohexylmethyl)-piperazine-2 1 3-dione t 

1-(4-Amino-quinazolin-7-ylmethyl)^43-(5-chloro4hiophen-2-yl)-allyl]-5-meth 

dione, 

1-(4-AminoHquinazolin-7-ylmethyO^ 
dione, 

20 1-(4-Amino<iuinazolin-7-ylmethyl)^-[3-(5-chloro4hiophen-2-yl)-a!lyI]-5-prp 
dione, 

1-(4-Amino^uinazolin-7-ylmethy!)^-[3-(5 
dione, 

1-(4-AminoHquinazolin-7-ylmethyl)-443-(5-chioro-thiophen-2-yl)-allyl]-5Hsopropy 
25 2,3-dione, 

1-(4-AminoHquinazoIin-7-ylmethyl)^ 
dione, 

1-(4-AminoHquinazoIin-7-ylmethyl)^[3-(5-ch!oro-thiophen-2-yl)-allyl]-5-meth 
piperazine-2,3-dione, 
30 4-(4-Amino-quinazolin-7-ylmethyl)^ 
carboxylic acid, 

4-(4-Amino<juinazolin-7-ylmethyl)-H3^ 
carboxylic acid methyl ester, 
4-(4-Amino-quinazolin-7-ylmethyl)-1-^ 
35 carboxylic acid amide or 
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4-(4-Amino-quinazoIin-7-yl^ 
carboxylic acid methyl amide 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

20. A compound according to claim 1 selected from the group consisting of 

(S)-1-(4-Amino-quinazolin-7-ylmethyI)-4-(6-chloro-ben2o[b]thiophene-2-sulfonyI)-6- 
methoxymethyl-piperazin-2-one, 

(+/_)-1-(4-Amino-quinazo!in^^ 

piperazine-2-carboxylic acid (2-pyrrolidin-1-yl-ethyl)-amide, 

(R)-1-(4-Amino^uinazolin-7-ylmethyl)^ 

methoxymethyi-piperazin-2-one, 

[1-(4-Amino-quinazolin-7-ylme^ 

2-(S)-yI]-acetic acid, 

1-(4-Amino<|uinazolin-7-ylmethyl)-4-(6-chIoro-1HHndole-2-sulfonyl)-^ 

1- (4-Amino^uinazolin-7-ylmethylM-^ 

(R)-1-(4-Amino^uinazolin-7-ylmethyl)^ 
piperazin-2-one, 

2- Amino^-[4-(6-chloro-1H4>enz 
ylmethylj-benzonitrile, 

(R)-H4-Amino^uinazofin-7-ylm^ 
one, 

(R)-1-(4-AminoHquinazolin-7-ylmethy^ 
piperazin-2-one, 

(R)-1 -(4-Amino-quinazolin-7-ylmethylH-(6-chloro-1 H-indole-2-suIfohyl)-6-methoxymethyl- 
piperazin-2-one, 

(R/S)1-(4-Amino-quinazolin-7^ 

piperazine-2-carboxyIic acid ethyl ester, 

(R)-1-(4-Amino-quinazolin^ 

piperazin-2-one, 

(R)-1-(4-Amino^uinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-isopropy^ 
piperazin-2-one, 

(R)-1 -(4-Amino^uinazolin-7-ylm^ 
one, 
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(R)-1-(4-Amino-quinazoIin-7-ylmeto 
one, 

(R)-1-(4-Amino-quinazolin-7-yl^^ 
piperazin-2-one, 

(S)-1-(4-Amino-quinazoiin-7-y!methylH-(6-chloro-1H-benzoimid 

piperazin-2-one, 

(S)-1 -(4-Amino-6-chloro-q 

isobutyl-piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro^ 
piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-benzoimidazole-2-sulfon 
.methoxymethyi-piperazin-2-one. : 
(6S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-^ 
piperazin-2-one, 

(6S)-1-(4-Amino-quinazoIin-7-ylmethyl)^-(6^ 
piperazin-2-one, 

(6S)-1-(4-Amino<|uinazolin-7-ylmethyl)^-(5-ch^ 
one, 

(6S)-1-(4-Amino<|uinazolin-7-ylmethyl)-4-(6-c^^ 
one, 

(R/S)-1-(4-Amino-quinazo!in-7-ylmethy0 
carboxylic acid methyl ester, . 
(R/S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-c^^ 
carboxylic acid methyl ester, 
(R)-1-(4-Amino-quinazolin-7-ylmethyi^ 
one, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6-isobutyl- 
piperazin-2-on.e 

1-(4rAmino-quinazolin-7-ylmethyl)^^ 
1-(4-Amino<iuinazolin-7-ylmethyl)^-(5-chloro^^ 

1-(4-Amino-quinazolin-7-ylmethyl)^-(3,5Klichloro-1H-indol-2-yImethyl)-pipera^^ 

1 »(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-3-py rrolidinrl -yImethyl-1 H-indol-2-yImethyl)- 
piperazin-2-one, 
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1 -(4-Amino<iuinazolin^ 
piperazin-2-one, 

1-(4-Amino^uinazo!in-7-y!methylH-(5-chloro-3-methylami 
piperazin-2-one, 

1-(4-Amino<juinazolin-7-ylmethy!M^^^ 
piperazin-2-one, 

(S)^-[4-(6-Chloro-1H-benzoimidazole-2-sulfonyl)-2-isobutyl-6-oxo-piperazin 
benzamidine, 

(SM44-(5-Chloro-1H-indole-2-sulfo^^ 

(S)^4-(6-Chloro-benzolb]thiophene-2-sulfonyl)-2-isobutyl-6'Oxo-piperazi 
benzamidine, 

(S)^[4-(6-Chtoro-1HMndole-2-sulfonyl)-2-isobutyl-6-oxo-piperazi 
1-(4-AminoHquinazolin-7-ylme^ 

1- (4-Amino-quinazolin-7-ylmethyl^ 

2- one, 

1- (4-Amino-quinazolin-7-ylmethylH^^ 

2- one, 

(R)-1 -(4-AminoHquinazolin-7-y 
one, 

(R)-1-(4-Amino^uinazolin-7-ylmethy0^^ 
methoxymethyl-piperazin-2-one, 
(R)-1-(4-Amino-quinazoiin-7-yimethyl)^ 
piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethylM^ 
methoxymethy!-piperazin-2-one, 
(6S)-2-[1-(4-Amino-quinazoiin-7-ylme^^ 
ylmethyl]-isoindole-1 ,3-dione, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thioph 
piperazin-2-one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethy^^ 
ylmethyl-piperazin-2-one, 
(6S)-6-Aminomethyl-1-(4-amino-qu^ 
piperazin-2- 
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one, 

(6S)-N-[1-(4-Amino-quinazoIin-7^ 
ylmethyl]-acetamide 

4-(3-Acetyl-5-chloro-1H-indol-2-ylmet^^ 

, (6S)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazoie-2-sulfonyl)-6-pyrrolidin- 
1 -ylmethyl-piperazin-2-one 

1-(4-Amino-quinazoIin-7-ylmethyl)^-(5-chloro-1H-indol-2-ylmethyl)-6-oxo- 
carboxylic acid, 

(2S)-N-[1-(4-Amino-quinazolin-7-y1m^ 
ylmethyi]-methanesulfonamide, 
(2S)-[1-(4-Amino-quinazolin-7-ylmet^^^ 
ylmethylj-carbamic acid methyl ester, 

(2SH1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chIoro-1 H-indol-2-ylmethyI)-6-oxo-piperazin-2- 
ylmethyl]-carbamic acid isopropyl ester, 

(2S)-1 -[1 -(4-Aminoquinazolin-7-ylmethyl)-4-(5-chloro-1 H-indol-2-yImethyl)-6-oxo-piperazin-2- 
ylmethyl]-3-phenyl-urea, 

(2S)-5-Bromo-thiophene-2-sulfonic acid [1-(4-amino-quinazo!in-7-yImethyl)-4-(5-chloro-1H- 
indoI-2-ylmethyI)-6-oxo-piperazin-2-ylmethyI]-amide, 

(2S)-[1-(4-Amino-quinazplin-7-ylmethyl)^-(5-chloro-1H-indol-2-ylmethyl)-6HD 
ylmethylj-urea, 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazo!e-2-sulfonyl)-6- 
(isopropylamino-methyI)-piperazin-2-one, 

(2S)-1-[1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indoI-2-ylmethyl)-6-oxo-piperazin-2- 
ylmethyl]-3-ethyl-urea, 

(2S)-N-[1-(4-Amino-quinazolin-7-ylmethyl)^-(5-chloro-1H-indol-2-ylmethy!)^-oxo- 
ylmethyl]-formamide, 

(2S)-Furarv2-carboxylic acid [1-(4-amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indol-2- 
ylmethyl)-6-oxo-piperazin-2-yImethyl]-arnide, 

(S)41»(4-Amino<juinazolin-7-ylmethyl)^-(5-chloro-1H-indol-2-ylmethyl)-6-oxo-pip 
acetic acid, 

(S)-1-(4-Amino-quinazolin-7-ylmeto^ 

methoxymethyl-piperazin-2-one, 

1-(4-AminoH3uinazolin-7-ylmethyl)^-(^^ 
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(S)-1-(4-Amino-quinazolin-7-ylmethyl)^ 
piperazin-2-one, 

(S)-1-(4-Amino<Mnazolin-7-y!methyO 

methyl)-piperazin-2-one, 

(S)-1-(4-Amino^uinazoiin-7-ylmethytM45^ 

(isopropylamino-methyl)-piperazin-2-one, 

(6S)-1-(4-Amino-quinazoIin-7^ 

pyrrolidin-1-ylmethyl-piperazin-2-one, 

(6R)-1-(4-Amino-quinazolin-7-ylmethylM^^ 

methoxymethyI-piperazin-2-one, 

(2R)-N^1-(4-Amino-quinazo!in-7-ylmethylM^^ 

oxo-piperazin-2-y!methy!}-N-(2-isopropoxy-ethyI)-formamide 1 

(S)-1-(4-Amino<iuinazolin-7-ylmethyl)^ 

ethylamino)-methyl]-piperazin-2-one, 

(6S)-1-(4-Amino-quinazolin-7-yimethy^ 

piperidin-1-ylmethyl-piperazin-2-one, 

(6S)-1-(4-Amino-quinazorm 

[(cyclopentyI-methyl-amino)-methyl]-piperazin-2-one f 

(6R)-1-(4-AmincKquinazolin-7-ylmethylM-^^ 

ethoxymethyl-piperazin-2-one or 

(6R)-1 -(4-Amino<|uinazolin-7-ylmethyl)-6-benzylox^ 

isoxazoI-3-ylmethyl]-piperazin-2-one 

or a pharmaceutical^ acceptable salt thereof, pharmaceutically acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

21 . A compound according to claim 1 selected from the group consisting of 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfony!).6- 

methoxymethyl-piperazin-2-one, 

(+/-)-1-(4-Amino^uinazo!in-7-yl^ 

piperazine-2-carboxylic acid 2-pyrrolidin-l-yl-ethyl ester, 

[1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6-oxo-piperazin^ 
2-(S)-yl]-acetic acid tert-butyl ester, 

(R)-1-(4-Amino-quinazoIin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
(isopropylamino-methyO-piperazin^-one, 
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(S)-1 -(4-Amino-quinazoIin-7-yl^ 
2-one, 

(S)-1-(4-Amino-quinazolin-7-ylmethylM-(6-^^^ 
piperazin-2-one, 

(S)-1-(4-Amino^uinazo!in-7-ylmethylM-(6^^^^ 
one, 

(S)-1 -(4-Amino-quinazolin-7-y^ 
one, 

(S)-1-(4-Amino^uinazoIin-7-ylmethyl)^-(5^ 
piperazin-2-one, 

(R)-1-(4-Amino^uinazolin-7-ylmethyl)^-(6-^^ 
piperazin-2-cne, 

(R)-1-(4-Amino-quinazolin-7-ylmethyl)^-(5-chIoro-1H-indole-2-sulfonyl)-6-isobuty!-p 
one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethylM-^^^ 

piperazin-1-ylmethyl)-piperazin-2-one, 

(6S)-lT(4-Amiho-quinazolin-7-ylmethyO^ 

dimethyl-amino-ethyl)-methyl-amino]-methyl}-piperazin-2-one, 

(6S)-1-(4-Amino-quinazolin-7-ylmethylM-(6^ 

1 -ylmethyl-piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7-yImethyl)^ 

methyl)-piperazin-2-one, 

(S)-1-(4-Amino-quinazolin-7~ylmethyl)^-(6-chloro-1H-indole-2-sulfonyl)-6-(isopropy 

methyI)-piperazin-2-one, 

(2R)-N41-(4-AminoHquinazolin-7-ylmeth^^ 

6-oxo-piperazin-2-ylmethyl}-N-(2-isopropoxy-ethy!)-formamidine l 

(S)-1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

[([1 f 3]dioxolan-2-ylmethyl-methyl-amino^ 

(S)-1-(4-Amino-quinazolin-7-ylmethyI)-4-(6-chIoro-benzo[b]thiophene-2-sulfonyl)-6-(4- 
pyrrolidin-1 -yl-piperidin-1 -ylrnethyl)-piperazin-2-one or 

(S)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-suIfonyI)-6-[(2- 
methoxy-ethyIamino)-methyl]-piperazin-2-one 

or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, ai 
N-oxide thereof, a hydrate thereof or a solvate thereof. 
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22. A compound according to claim 1 selected from the group consisting of 
H4-(2-Chlo^ 

1-(4-Amino-quinazolin-7-ylmethy W ^ 

H4-(5^hloro-thiophen-2^ 

dione, 

H4-AminoK,uinolin-7- y imet^^ 

1-[1-(2-Chloro-pyrimidin-4-yl)-piperidin-4-ylmethylH-[3-(5-chloro-thiophen-2-yl)-allyl]- 
piperazine-2,3-dione, 

H3-(5-Chloro-thiophen-2-yl)-al^ 

ylmethyl)-pipera2ine-2,3-dione. 

H3-(5-Chloro-thiophen-2-yl)-al.y. H -( M 

piperazine-2,3-dione, 

H3-(5-Chloro-thiophen-2-yl)-all y ^^ 

H5-(5-Chloro4hiophen-2-yl)-isoxazol-^^^^ 
dione, 

H4 _ (6 . Amino _ pyrid ^^^ 

H3-(5-Chloro-thiophen-2-y.)-ally W ^^ ' 

1-t5K5-Chloro.thio P hen-2-yl)-i S ox a zo|.3-ylmethyl]-5-(S)-iso P ro P y.^3,4 

[1,4']bi P yridinyl-4-ylmethyl)- P i P erazine-2.3-dione l 

1-[3K5-Chloro-thiophen^^^ 

dione, 

1-[3K5-Chloro-thiophen-2-yl)-allyl]^-(4-pyrimidin^-yl-benzyl)-piperaz^ 

1-(4-Amino-quinazo.in-7-y.methy I )^ I 5-(5-ch l oro-th i ophen-2-yl)-isoxazo.-^ 
2,3-dione 

or a pharmaceutical., acceptable salt thereof, pharmaceutical* acceptable prodrug thereof an 
N-ox.de thereof, a hydrate thereof or a solvate thereof. 



23 



A compound according to claim 1 selected from the group consisting of 

( + /-)-1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
oxo-piperazine-2-carboxylicacid; 

(H-/-)-1-(4-Amino-quinazolin-7-ylmethyl)-^(6-chloro-benzorb]thiophene-2-sulfonyl)-6- 
oxo-piperazine-2-carboxylic acid methyl ester; 

( + /-)-1- ( 4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzofb]thiophene-2-sulfonyl)-6- 
oxo-piperazine-2-carboxylic acid ethyl ester; 
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1 -(4-Amino-quinazolin-7-ylme%^ 
piperazine-2-carboxylic acid 2-pyrrolidin-1-yl-ethyl ester; 

1-(4-Amino-quina2olin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-suIfonyl)--oxo- 
piperazine-2-carboxylic acid 2-pyrrolidin-1-yl-ethyl amide; 
5 (+/-)-1 -(4-Amino-quinazo!in-7-ylmethyl)-4-(6-chloro-1 H-indole-2-suIfonyl)-6-oxo- 

piperazine-2-carboxylic acid methyl ester; 

(+/0-1-(4-Amino-quinazolin-7-ylmethyI)^-(5-chloro-1H-indole-2-sulfonyl)-6-oxo- 
piperazine-2-carboxylic acid methyl ester; 

(+/-)-1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6- 
10 oxo-piperazine-2-carboxylic acid methyl ester; 

(S)-[1-(4-Amino-quinazolin-7-ylmethyl0-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
oxo-piper3zin-2-y!] acetic acid; 

(S)-[1-(4-Amino-quinazolin-7-ylmethyl0-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)»6- 
oxo-piperazin-2-yI) acetic acid tert-butyl ester; 
15 (+/-)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-benzo[b]thiophene-2-sulfofiyl)-6- 

methyl-piperazin-2-one; 

(S)- 1-(4-Amino^uinazolin-7-ylmethylM-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
methyl-piperazin-2-one; 

(R)- 1-(4-Amino-quinazo!in-7-yimethyl)-4-(6-chloro-benzo[b]thiophene-2-suIfonyl)-6- 
20 methyl-piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
isopropyl-piperazin-2-one; 

(R)- 1-(4-Amino-quinazoIin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
isopropyl-piperazin-2-one; 
25 (S)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 

isobutyl-piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
i s o butyl-pi pe razi n -2-o ne ; 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzoi;b]thiophene-2-sulfonyl)-6- 
30 methoxymethyl-piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-benzo[b]thiophene-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 

(S)- 1-(4-Amino<juinazoIin-7-ylmethyl)-4-(6-chloro-benzotb)thiophene-2-sulfonyl)-6- 
isopropylaminomethyl-piperazin-2-one; 
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(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6-methyl- 
piperazin-2-one; 

(R)- 1-(4-Amino-quina2olin-7-ylmethyl)^-(6^hloro-1H-indole-2-sulfonyl)-6-methyl- 
piperazin-2-one; 

(S). 1^4-AminoKiuina2olin-7-ylmethylM-(6-chloro-1H-indole-2-sulfonyl)-6.isopropyl- 
piperazin-2-one; 

(R). 1-(4-Amino-quinazolin-7-ylmethylH-(6-chloro-1H-indole-2-sulfonyl)-6-isopropyl- 
piperazin-2-one; 

(S)- 1^4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-indole-2-sulfonyl)-6-isobutyl- 
piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1H-indole-2-sulfonyl)-6-isobutyl- 
piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-indole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloror1H-indole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 

(S)- 1-(4-Amino-quinazoiin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-su!fonyl)-6-methyl- 
piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-suIfonyl)-6-meth.yl- 
piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isopropyl- 
piperazin-2-one; 

(R). 1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isopropyl- 
piperazin-2-one; 

(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indo!e-2-sulfonyJ)-6-isobutyl- 
piperazin-2-one; 

(R). 1-(4-AminoHquinazolin-7-ylmethyl)-4-(5-chloro-1H-indole-2-sulfonyl)-6-isobutyl- 
piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmethy!)-4-(5-chloro-1 H-indole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 

, (S)- 1-(4-Amino-quinazolin-7-ylmethyl)-4-(5-chloro-1 H-indole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 

(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6- 
methyl-piperazin-2-one; 
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(R)- 1 -(4-Amino-quinazolin-7-ylmethyi)-4-(6-chloro-1 H-benz6imidazole-2-suIfonyl)-6- 
methyl-piperazin-2-ohe; 

(S)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6- 
isopropyl-piperazin-2-one; 
5 (R)- 1 -(4-Amino-quinazolin-7-ylmethyl)-4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6- 

isopropyl-piperazin-2-one; 

(S)- 1 -(4-Amino-quinazolin-7-ylmethy!)«4-(6-chloro-1 H-benzoimidazole-2-sulfonyl)-6- 
isobutyl-piperazin-2-one; 

(R)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-benzoimidazole-2-sulfo^ 
10 isobutyl-piperazin-2-one; 

(R)- 1-(4-Amino-quinazoIin-7-ylmethyl)^»(6K:hIoro-1H-benzoirnidazole-2-sulfonyl)-6- 
methoxymethyi-piperazin-2-one; 

(S)- 1-(4-Amino-quinazolin-7-ylmethyl)^-(6-chloro-1H-benzoimidazole-2-sulfonyl)-6- 
methoxymethyl-piperazin-2-one; 
15 4-(6-Chloro4>enzo[b]thiophene-2-sulfo^ 
ylmethyl)-piperazin-2-one; 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-[1-(2-dimethylamino-pyrimidin-4-yl)- 
piperidin-4-y!methyl]-piperazin-2»one; 

N l N-Dimethhyl-N4{[(chlorobenzo[b]thiophene-2-sulfonyl)-2-(keto)piperazin-1- 
20 yljmethylpiperdinyl]} cyanoguanidine; 

4-(6-Chloro-benzo[b]thiophene-2-sulfonylH^ 
yI]-piperidin-4-ylmethyl}-piperazin-2-one; 

4-(6-Chloro-benzo[b]thiophene-2-sulfo^^ 
piperazin-2-one; 
25 3-{2-[4-(6-Chloro-benzo[b]thiophene-2-suto^ 
yI}-3-rnethyl-butyric acid ethyl ester; 

(R)-2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-methoxymethy!-6-oxo-piperazin-1- 
ylmethylH.S.ej-tetrahydro-benzothiazole-^-carboxylic acid amide; 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2-oxo-piperazin-1-ylmethyl]-4,5,6 t 7- 
30 tetrahydro-benzothiazole-4-carboxylic acid ethyl ester; 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-1-(4,5 i 6 t 7-tetrahydro-benzothiazol-2> 
y!methyl)-piperazin-2-one; 

(R)^-(6-Chloro-benzo[b]thiophene-2-suIfonyl)-6-methoxymethyl-1-(4-pyridin-3-yl- 
thiazol-2-ylmethyl)-piperazin-2-one; 
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4-(6-Chloro-benzo[b)thiop^ 
beruothiazol-2-ylmethyl)-piperazin-2-one; 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfony^^ 
carboxylic acid isopropyl-methyl-amide; 

2-[4-(6-Chloro4M*nzo[b]thiophen^ 
tetrahydro-benzothiazole-4-carboxylic acid amide; 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfony^^ 
5H-benzothiazol-4-one oxime; 

2-[4-(6-Chloro-benzo[b]thiophene-2-sulfonyl^ 
carboxylic acid methoxy-methyl-amide; 

244-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-2^ 
5H-benzothiazol-4-one; 

(R)-2-[4-(6<;hloro4>enzo[b]thiophene-2-sufo^ 
ylmethyl]-thiazole-4-carboxylic acid dimethylamide; 

1 -[2-(5-Chloro-thiophen-2-yl)-ethenesu!fonyl]-5-oxo-4-(1 H-pyrrolo[3,2-c]pyridin-2- 
ylmethyl)-piperazine-2-carboxylic acid methyl ester; 

1-[2-(5-Chloro-thiophen-2-yO^ 
yImethyl)-piperazine-2-carboxyIic acid methyj ester; 

1 -(6-Chloro-benzo[bJtoiophen^^ 
piperazine-2-carboxylic acid methyl esten 

4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-6-hydroxymethyM -(1 -methyl-1 H-pyrrolo[3,2- 
c]pyridin-2-ylmethyl)-piperazin-2-one; 

4-(6-Chloro-benzo[b]thiophene^ 
piperazine-2-carboxylic acid methyl ester; 

4-(6-Chloro-benzo[b]thiophene^ 
2-ylmethyl)-piperazin-2-one; and 

4-(6-Ch!oro-benzo[b]thiophene-2-sulfonyl)-1-(1H-pyrrolo[3 > 2-c]pyridin-2-ylmethyl)- 
piperazin-2-one; 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 



24. A compound according to claim 1 selected from the group consisting of 1-4-Amino- 

quinazolin-7-ylmethylH-[5-(5-chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]- piperazin-2-one 
drtrifluoroacetate, 
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1-(4-Amino-quinazolin-7-ylme^ 
methoxymethyl-piperazin-2-one ditrifluoroacetate, 
1-(4-Amino<juinazoiin-7-ylmethylM-[5-^^ 
propyl-piperazin-2-one ditrifluoroacetate, 
5 1-(4-Amino-quinazolin-7-ylmethy^ 

methyI-piperazin-2~one ditrifluoroacetate, 

1- (4-Amino-quinazolin-7-ylmethyl)^-[3-(5-chloro-thiophen-2-yl)-isoxazol-5-ylmethyI^ piperazin- 

2- one ditrifluoroacetate, 
1-(4-Amino-quinazolin-7-ylmethyl)^-[3-(5H^ 

10 methoxymethyl-piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazolin-7-ylmethylH-[3-(5-^^ methyl- 

piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazo!in-7-ylmethyl)^-[5- 

piperazin-2-one ditrifluoroacetate, 
15 1-(4-Amino-quinazoIin-7-ylmethyl)^ 

methyl-piperazin-2-one ditrifluoroacetate, 

1-(4-Amino-quinazolin-7-ylmethyl)^45-(5-chloro-thiophen-2-yl)-2H-pyrazol-3^ 
methoxymethyl-piperazin-2-one ditrifluoroacetate), 
1-(4-Amino-quinazoIin-7-ylmethyM-[5^^ 
20 methoxymethyl-piperazin-2-one ditrifluorocetate, 

1- (4-Amino-quinazolin-7-ylmethyM-[5-(3^ 

2- one ditrifluorocetate, 
1-(4-Aminonquinazolin-7-ylmethyM-[5-(5-^ 
piperazin-2-one ditrifluorocetate, 

25 1-(4-AminoHquinazqlin-7-ylmethy^ 

3- methoxymethyl-piperazin-2-one ditrifluorocetate, 
1 -(4-Amino-quinazolin-7-ylmet^ 
methoxymethyl-piperazin-2-one ditrifluorocetate, 
1-(4-AminoHquinazolin-7-ylmethyM-[5-(^^ 

30 3-rnethyl-piperazin-2-one ditrifluorocetate, 

1-(4-Amino-quinazoIin-7-ylmethyM-[5-(5-cN^ 
3-methyl-piperazin-2-on.e ditrifluorocetate, 
1-(4-Amino-quinazolin-7-ylmethyM 
3-methoxymethyl-piperazin-2-one ditrifluorocetate, 
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1 -(4-Amino-quinazotin-7-yImethyM-[5-(5-chloro-thiophen-2-yl-[1 ,3,4]oxadiazol-2-ylmethyl]- 
piperazin-2-one ditrifluorocetate, 

1- (4-Amino-quinazolin-7-ylmethyM^ 

2- one ditrifluorocetate, 

5 1-(4-Amino-quinazolin-7-ylmethyl-4-[5-(5^^ 
piperazin-2-one ditrifluorocetate, 

1 -(4-Amino-quinazoiin-7-ylmet ^ 

3- methoxymethyl-piperazin-2-one ditrifluorocetate, 
1-(4-Amino-quinazolin-7-y!methyi^-[5-^^ 

10 3-methyl-piperazin-2-one ditrifluorocetate, 

1 -(4-Amino-quinazolin-7-ylmethyM-[5-(5^ ,3,4]thiadiazol-3-ylmethyl]-(s)- 
3-propyi~piperazin-2-one ditrifluorocetate, • 
1-(4-Amino-quinazoIin-7-ylmethyM-[5-^^^ " 

3- ethyl-piperazin-2-one ditrifluorocetate, 
1 5 1 -(4-Amino-quinazolin-7-ylmefo 

one tritrifluoroacetate, 
1-(4-AminoHquinazo)in-7-ylmethylH-^^^ 
one tritrifluoroacetate, 

4- [5-(5-Chloro-thiophen-2-yl)-isoxazol-3-ylmethyl]-1 -(1 H-pyrrolo[3,2-c]pyridin-2-y!methyl)- 
20 piperazin-2-one ditrifluoroacetate, 

4-[5-(5-Chloro-thiophen-2-yl)-4H-[1 ,2,4]triazol-3-ylmethyl]-1-(1 H-pyn-oIo[3,2-c]pyridin-2- 
ylmethyl)-piperazin-2-one ditrifluoroacetate, 
[5-(5-Chloro-thiophen-2-ylH1,3,4^^ 
piperazin-2-one, 
25 4-[5-(5-Chloro-thiophen-2-yl)-o^ 
piperazin-2-one ditrifluoroacetate, 

4-[5-(5-Chloro-thiophen-2-yl)-[1 l 3,4]thiadiazol-2^ylmethyl]-1-(1H-pyrrolo 
ylmethyl)-piperazin-2-one ditrifluoroacetate, 
4-[5-(5-Chloro-thiophen-2-yl)-2^ 
30 piperazin-2-one ditrifluoroacetate or 

1 -[5-(5-Chloro-thiophen-2-yi)-isoxazol-3-ylmethyl]-4-(1 H-pyrroio[3,2-c]pyridin-2-yimethyl)- 
piperazin-2-one ditrifluoroacetate 

or a pharmaceutical^ acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 
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25. A compound according to claim 6 selected from the group consisting of 4-(6-Chloro- 

benzo[b]thiophene-2-sulfonyl)-6-(^ 

piperazin-2-one, 

4-(6-Chloro^hieno[2 ? 3-b]pyri^ [3,2-c]pyridin- 
5 2-yImethyl)-piperazin-2-one, 

4-(5-Chloro-1 H-indole-2-sulfonyl)-6-methoxymethyM -(1 H-pyrrolo[3,2-c]pyridin-2-ylmethy!)- 
piperazin-2-one, 

4-(6-Chloro-benzo[b]thiophene-2-sulfonyl)-6-(S)-isopropyl-1-(1H-pyrrolo[3 l 2-c]pyridin-2- 
ylmethyl)-piperazin-2-one, 

1 0 4-[2-(5-Chloro-thiophen-2-yl)-ethenesulfonyl]-6-(S)-isopropyl-1 -(1 H-pyrro!o[3,2-c]pyridin-2- 
ylmethyl)-piperazin-2-one, 

A -(5-Chloro-benzo[blthicphene-2-sulfoRyi)-5-(S)-propy!-1 -(1 H-pyrrclc[3,2<|pyridin-2-y!methyl)- 
piperazine-2-one, 

4-[2-(5-Chloro-thiophen-2-yI)-ethenesulfonyl]-6-(S)- propyl-1-(1H-pyrrolo[3,2-c]pyridin-2- 
15 ylmethyl)-piperazine-2-one, 

4-(5-Chloro-1H-indole-2-sulfonyI)-1-(1H-pyn^ 

4-[3-(5-Chloro4hiophen-2-yl)-isoxazol-5-ylmeth^^^^ 

piperazin-2-one, 

4-[4-(5-Chloro-thiophen-2-yl)-benzyl]-3-(S)-methoxymethyl-1 -(1 H-pyrrolo[3,2-c]pyridin-2- 
20 ylmethyl)-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)-4-t3-(5-chloro-thiophen-2-yl)-benzyl]-piperazin-2-one, 

1-(4-Amino-quinazolin-7-ylmethyl)^-t4-(5-chloro-thiophen-2-yl)-benzyl]-piperazin-2-one l 

4-(6-Chloro-benzo[b]thiophene-2-sulfon 

piperazin-2-one or 
25 4-[2-(5^hloro-thiophen-2-yl)-ethenesulfonylH^ 

piperazin-2-one 

or a pharmaceutically acceptable salt thereof, pharmaceutical^ acceptable prodrug thereof, an 
N-oxide thereof, a hydrate thereof or a solvate thereof. 

30 26. A pharmaceutical composition comprising a pharmaceutically effective amount of a 
compound according to claim 1 and a pharmaceutically acceptable carrier. 
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27. A method for treating a patient suffering from a physiological condition capable of being 
modulated by inhibiting activity of Factor Xa comprising administering to said patient a 
pharmaceutically effective amount of a compound according to claim 1. 
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28. A method for treating a patient suffering from a physiological condition capable of being 
modulated by directly inhibiting activity of both Factor Xa and Factor I la comprising 
administering to said patient a pharmaceutical^ effective amount of a compound according to 

5 claims 21 and 23. 

29. A method for treating a patient suffering from a physiological condition capable of being 
modulated by directly inhibiting activity of both Factor Xa and Factor lla comprising 
administering to said patient a pharmaceutical^ effective amount of a compound according to 

10 claim 16. 

30. A method for treating a patient suffering from a physiological condition capable of being 
modulated by directly inhibiting activity of both Factor Xa and Factor lla comprising 
administering to said patient a pharmaceutical^ effective amount of a compound according to 

15 claim 17. 

31. A compound of formula III 




wherein P is H or a nitrogen protecting group; 

20 R u R la , R 2l R 2a , R< and are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y 1 Y 2 NC(0)-, optionally substituted alkyl, optionally substituted aryl, optionally substituted 
aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl, or R, and R 1ai 
R 2 and R 2a or R 4 and R 4a taken together form O or S; or R, and R 2 together with the carbon 
atoms through which R, and R 2 are linked form a cycloalkyl group, cycloalkenyl group, 

25 heterocyclyl group, or heterocyclenyl group; or R 1a and R 2a are absent and R, and R 2 together 
with the carbon atoms through which R, and R 2 are linked form an aryl or heteroaryl group; or 
R, and R 1a taken together with the carbon atom through wrich they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; or R 2 and R 2a taken together with the carbon atom 
through which they are linked form a 3 to 7 membered cycloalkyl or cycloalkenyl group; or R 4 

30 and R 4a taken together with the carbon atom through wrich they are linked form a 3 to 7 
membered cycloalkyl or cycloalkenyl group; 



WO 01/07436 PCT/EB00/01156 

458 

L 2 is absent or a group of formula 

R7 Rg 

R 8 R10 

Cy 2 is selected from optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted cycloalkyl, optionally substituted cycloalkenyl, optionally substituted heterocyclyl, 
5 optionally substituted heterocyclenyl, optionally substituted fused arylcycloalkyl, optionally 
substituted fused arylcycloalkenyl, optionally substituted fused arylheterocyclyl, optionally 
substituted fused arylheterocyclenyl, optionally substituted fused heteroarylcycloalkyi, optionally 
substituted fused heteroarylcycloalkenyl, optionally substituted fused heteroarylheterocyclyl and 
optionally substituted fused heteroarylheterocyclenyl; 
10 R 5 is hydrogen, optionally substituted alkyl, optionally substituted araikyl, optionally substituted 
heteroaralkyl, R 6 0(CH 2 )v-, ReO^CCH^x-.Y^^C^tCH^x-, or Y^NfCH^v-; 
R 6 is hydrogen, optionally substituted alkyl, optionally substituted araikyl or optionally 
substituted heteroaralkyl; 

Yt and Y 2 are independently hydrogen, optionally substituted alkyl, optionally substituted aryl, 

15 optionally substituted araikyl or optionally substituted heteroaralkyl, or Y, and Y 2 taken together 
with the N through which Y n and Y 2 are linked form a monocyclic heterocyclyl; 
R7, Re. R9 and R 10 are independently selected from hydrogen, hydroxy, alkoxy, optionally 
substituted alkyl, optionally substituted aryl, optionally substituted heteroaryl, optionally 
substituted araikyl and optionally substituted heteroaralkyl, provided that only one of R 7 and R 8 

20 or one of R 9 and R 10 is hydroxy or alkoxy, and further provided when R 7l R B> R 9 and R 10 is 
hydroxy or alkoxy, then the hydroxy or alkoxy is not a-substituted to a N, O or S in Z; 
Z is absent or is selected from optionally substituted lower alkenylene, optionally substituted 
lower alkynylene, O, S(0)p, -C(O)-, NR 5l -NR 5 C(0)- and -C(0)NR r ; 
x is 1 , 2, 3 or 4; 

25 v is 2, 3 or 4; and 

q and r are independently 0, 1, 2 or 3, provided that q and r are not both 0, 
provided that when R lf R 1a , R 2l R 2ai R 4 and R^ are independently selected from hydrogen, 
carboxy, alkoxycarbonyl, Y^NCCO)-, optionally substituted alkyl, optionally substituted aryl, 
optionally substituted araikyl, optionally substituted heteroaryl and optionally substituted 

30 heteroaralkyl then L 2 is absent, or when 

Ri. Ria, R 2 , R 2 a, R< and R AQ are independently Y 1 Y 2 NC(0)- then Y, and Y 2 are independently 
hydrogen, optionally substituted alkoxy or optionally substituted aryloxy, but Y, and Y 2 are not 
simultaneously hydrogen, or when 
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R i. Ria. R2a. R« and are independently selected from hydrogen, carboxy, alkoxycarbonyl, 
Y,Y 2 NC(0)-, optionally substituted alkyl, optionally substituted aryl, optionally substituted 
aralkyl, optionally substituted heteroaryl and optionally substituted heteroaralkyl then Z is - 
C(O)-. 
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